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(54) NEW 2-AMIN0-3-PHENYLPR0PI0NIC ACID DERIVATIVE 

(57) Abstract : 

PURPOSE: To obtain a new 2-amino-3-pheny I prop ionic acid 
derivative high in safety, having a hypoglycemic action and a 
blood I ip id-reducing action, and useful for therapeutic 
medicines for diabetes, hyper I i p i demi a, etc. 
CONSTITUTION: The derivative (salt) of formula I [R1 is OH. a 
lower alkoxy, phenoxy, amino, etc. ; R2, R3 are H, a lower 
a Iky I. a five or six-membered aromatic heterogeneous ring 
group-substituted lower a Iky I. etc. ; R4 Is H. nitro, a lower 
alkoxy. etc.. W is 0, carbonyl; m is 0-2; A is a group of 
formula II (X is 0. N. S; R5. R6 are H. a lower alkyl. 
pheny I , etc. ) . etc. ] , e.g. (S) -2-t- butoxycarbony I am i no-3- {4- 
[4- [2- (5-methy I -2-pheny I -4-oxazo I y I) ethoxy] pheny I } prop i on i c 
acid ethyl ester. The derivative (Rl is OH; R2-R4 are H) is 
obtained e.g. by reacting a tyrosine derivative of formula 
III (T is H. OH; R8 is an am 1 no-protect ing group; R9 is a 
lower alkoxy) with an alkylating reagent, treating the 

obtained derivative of formula IV with an acid to release the a-^ch?}^ w 
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;i/-2-:7xx;i/-4-:t^iJ-\/u;W 7xx;n :/p 
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- (5->cg^;i/-2-7xx;i'-4-::j*^-y-yu;W 7 
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- {4- [2- (5-p^5^;l/-2->'xx;i/-4-:t+ 

•y-v^u;W :7xx;w -2-^:t'^>9^;^7^/ypt; 

49 :t>Kx?^;l/XX?;i/ ; 2 - n -'\4^>';V7^ / - 3 - 
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-2-'7xx;u-4-:t4^'y"yu;i/] :7xx;W T'otf 

:*'>KX9^;|/XX'7^;1/ ; 2->>-n-:/^;i/T^/-3 

- {4- [2- (5-:>^5";l/-2->^xX;i/-4-:t4^ 
lJ-yU;W 7xr:;H yPtfrt^Kx^^^i/XXx;!^ ; 2 
-i^-'f V:^?;^7^y-3- {4- [2- (5-;?<^ 

;p-2-7xx;i/-4-:t+ii-v/UjW :7xr:;H :/d 
t;:t>Kx^;i/'XXx;^ ; 2 ->?-sec-:/^;i/T^y 

-3- {4- [2- (5-^9^;P-2-7xX;i/-4- 

rt^^^-y-yuM :7xx;w :7^Dtr:r>'Kx5^;uxxT- 

2->^-n-'^>5^;U7^y-3- {4- [2- 

(5-^g';i/-2-7xx;i/-4-:t+iJ'\/u;W :7x 

x;W -:/Dtf:t>KX5';l/XXT-;l/; 2->^-n-^ 
^zyJVT^y-S- {4- [2- (5->^?';l'-2-7 

xx;i.-4-:t^*y-\/u;W :7xx;W ypfcf:t>Kx 

^"Jl/X:^^;^ ; 2->?-n-^7^5';i/7^/-3- {4 

- [2- (5-^^;l/-2-:7xX;i/-4-:t^1t\/U 

;W :7xx;w :/at!:t>'»x^;pxxT';P ; 2-i?~ 

n-:ti7 9^;i,7^y-3- {4- [2- (5-pC^;i.- 

2- :7xx;i/-4-:t^-y-yu;W :7xx;i/) :/nfcf:t 

>KX?';1'XXt-;1/ ; 2->^^>>^>/PT^7-3- (4 
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;W 7xx;w ynt!:^->Kx^;i/XX'^;i/ ; 3- {4 

- [2- (2-'^>y:t^-9-yU;M5";VT^/) Xh 

7xx;W - 2 -;><9^;i/Tay7'Pt!:t>K ; 3 

- {4- [2- (2 -^>V:t^D-VO )V^^)V7 ^ 

y) xh^v] y'xx;!/} -2 -x^j^y^y 7'ot;:t 

>K; 3 - {4- [2- (2-^>^/:t^-y-V^U;i/>^^ 
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-'^>'\/:t=*^ityu;i/>^5^;p7^y) xh^^^v] 7xx 
M -2-n-:/Pt?;w75/yptr:t>Kx^;^xx 
i(? T-;^; 3 - {4- [2- (2-^>y:t^-y-v^u;i/p^9' 

;U7a/) xh^^>^] 7xx;H -2->f vyptr;i/7 
^yyptf:r>Kx9^;i.xxT*;i/ ; 3- {4- [2- 

(2-^>\/5j-^iJ-^/u;M5^;u7^/) xh^>^] 7 
xx;i/} -2-n-:/5";i/7^yypt::t>g&x9^;i/x 

Xt^;!/; 3- {4- [2- (2 -^>y:t+1i-yU;M 

^;i/7^y) xh^i^] :7xx;u} - 2--f y:/5^;i/7 
^y:/ptf*>»x5";i/x:^5";i/ : 3- {4- [2- 
(2-^>y':t+"9-v'u;i/;^?^;^7^y) xh+$^] :7 
xx;^} -2-sec-:/5^;U75y:/pt!:t>Kx5";i/ 
a? xx7=-;i/; 2-^>>?;^7^y-3- {4~ [2- (2 
-^>\/:t=l^-y-v^u;M5^JV7^y) xh^^^-^i :7xx 
M :/Pt!:t>Kx^;i'XX'T-;i/ ; 3- {4- [2- 

xx;H -2->?^5^;P7^/:/Dt!:t>Kx5^;uxx 

3- {4- [2- (2-^>\/:i-=^U'yU;M5^ 

;i/7^y) xh4^'>] yxx;i/} -2-i?x^;i/7^y 
:/phr:t>Kx?;i^xxx;p ; 2 - t ->^h^>'*;i/3p 

x;P7^y-3- {4- [2- (5 2 -yx 

x;v-4-:t4^'y-v^u;W xh^v] 7xx;i.} :/pb; 
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[0 0 24] 3- {4- [2- (5-;<5^;i/-2-7x 
x;i.-4-:t4^-9-yU;W 7xX;W -2-^:t'^>5^ 

;W75y 7^Pbf3r>K : 2-n-A:^^S';i'75y-3- 

{4- [2- (5-^5^Jl/-2-7xXJl/-4-:t^^-9- 

yjJW 7xx;H -^uM-irym.; 2-n-^-^=f-)\/7 

5y-3 - {4- [2- (5-;<5^;l'-2-7xx;U- 
'^-it^^'/^iM 7xx;W :/Ptf:t>K: 2-n- 
:t5'g^;W75y-3- {4- [2- (5-^9";i/-2- 

7x-;i/-4-;t*-y-yu;i/] 7xx;W 7'Pt;:t> 

2 -'^>x;i/75y-3- {4- [2- (5-^<5^ 

j|/-2-7xx;i'-4-:t4^-y-v^U;W 7xx;H yp 

lf:t>K: 2->?^^;P75y-3- {4- [2- (5 
->l5';U-2-7xx;W-4-:t=*^-y-V'j;l<') Xh^ 

v'] 7xx;n -fuM-^y^; 2 ->'X5^;W75y- 3 

- {4- [2- (5-;?t9^Jl'-2-7xX;U-4-:t+ 
1J-yU;i'] 7xXJW yPtf:t>K: 2->?-n-7^P 
lf;k7Sy-3- {4- [2- (5-;)(5^;i^-2-7x 

x;i'-4-:i-=^^-y-l/U;W 7xr:;W 7^Phf:t>K: 2 

- v'-f V T^P fc!;P7 5 y - 3 - {4- [2- (5-;)<5^ 

;p-2-7xx;w-4-;|-+WJ;W 7xx;H t'p 

\i^ym; 2-i^-n-f'^)V7S.y-3- {4- [2 

- (5-^^;i/-2-7xx;u-4-:t+-tJ-i/u;W 7 

XXJL-} yptr:^->K: 2->'-i'Vy5^J1^75y-3 

- {4- [2- i5-^^)l-2-yx.=.)V-4-:t^ 

■tfi/UJW 7xx;W :/pfcr:t>K; 

10 0 2 51 2-S?-sec-!^5^;P75y-3- {4- 
[2- (5-;<5^;U-2-7xx;i/-4-:t=^-9-V'J 

;W 7xx;H 7'Phr:f>K: 2->>-n-'^>^;i'7 

5y-3 - {4- [2- (5-p^5^;l'-2-7xX;k- 
4-:t+lJ-yUJW 7xx;i/} -T'Ptf^^e: 2->? 
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-2-7xr:;i/-4-:t=^^-9*^/UjW :7xr:;W T'Dfc! 

2--J-n-^^^)Vr^/-Z- {4- [2 

- (5-;<?;i/-2-:7x-;^-4-:t=1r1tV^U;W 7 

3- {4- [2- (5"-^^;P-2-7xr:;^-4-:t 
=^^it^/U;H 7xr:;W yntfrt^K; 2->^^>>?;i' 
7^/-3- 14- [2- (5-p<5'jl/-2-7x::i;i/ 

-4-^:^^ltyu;W 7xr:;H yDtf:t>K; 2-7 

^y-3- {4- [2- (5-^5^;i/-2-7xii;p- i^? 

4- :t*-y-v/u;w xh^i/] 7x-;H :/Dtr:f>K 

xg^jl/XT.T';!/ ; 2-><5";i/7^y-3- {4- [2- 
(5->C5^;V-2-7xx;i/-4-:t=^r1J-l/U;W Xh 

7xx;i/) :/Dt!:t>Kx5^;pxX'r;!/ ; 2-x 

9^;i/7^/-3- {4- [2- (5-;*5=';i/-2-7x 

x;i.-4-:t+-y'yu;W 7xx;W 7'atr:t>Kx5F 

;i/XX7";p; 3- {4- [2- (5-p^g^Jl/-2-7x 
x;P-4-:t+iJ-V'U;W 7xx;W -2-n-yDt! 
;i/7^/7^De:t>KX5^;i/XXx;V; 3- {4- [2 

- (5-^9^;i/-2-7xx;u-4-^=1^i^v/u;W y 20 
xx;W -2— f y7^Dfc!;i/7^y7^Dtf:t>Kx5";i/ 
XX f-;^ : 

[0 0 2 6] 2-n-:/5';^7^/-3- {4- [2- 
(5->C^;l.- 2-7xx;l/-4-:t4^1^V^U;W 7x 

x;i/} T^D fcf:t>Kx^;i/xX'r;i/ ; 2 v:f^)V7 

{4- [2- (5-;?^^;U-2-7xX;^- 
4-:t=*^if\/U;W 7xx;W 7^Pfc!:t>KX^;i/XX 
2-sec-:/^;i/7^y-3- {4- [2- (5 

-p<5^;i'-2-7xx;i/-4-:t^iJ'yu;W 7xx 
;H yntr:t>'Kx^;i/XXT';i/ ; 3- {4- [2- 30 

(5-^5^;i/-2-7xx;i/-4-:t^1i-yU;W 7x 

xji/} -2-n-^>?;i/7^y:/Dtr:t>Kx^;i/x 

Xr;i/; 3- {4- [2- (5->5^;i/-2-7xx;U 
-4-:t+'9-\/U;l/] 7xx;H -2--YV^>9^;i/7 

^y:/pt!:t>Kx5^;i/xx7';^ : 3- {4- [2- 
(5-^5^;^-2-7xx;^-4-:t4^WU;W 7x 
x;H -2-:^:t^>5';P7^y7'utf?j->Kx9^;i/X 

Xt-;W; 2-n-'\=t^i^;V75y-3- {4- [2- 
(5-;<5';i/-2-7xX;i.-4-:t^-y-\/U;W 7x 

x;v} :/D tf :t>»xg^;pxx'x;i' ; 2 - n -^^^^jv 40 

7^/-3- 14- [2- (5->C5^;^-2-7xx;i/ 

-4-:t^-9'V^u;W 7xx;i/} ::/pb!:t>Kx^;i/x 

Xx;^; 2-n-:ti75^;i/7^y-3- {4- [2 - 
(5->C5=';i/-2-7xx;i/-4-:t4^U-\/U;W 7x 

xji/) yutf:t>Kx5^;pxx7^;P; 2-^>>^;i/7^ 

y-3- {4- [2- (5-;<^;i/-2-7xX;l.-4 
)V\ 2-i^>C5^;|.7^/-3- {4- [2- (S-j^l^" 

;i/-2-7xx;i/-4-:t+it^/U;W xh^^px] 7x 
x;n ynt;:t>»x9^;!/XXT-;^: ^ 
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[0 0 2 7] 2 -i^X^;l/7^/- 3 - {4- [2- 
(5-^g^;i/-2-7xx;i/-4-:t^-9-V/U;i/] 7x 
x;H 7^Dtr:t>KX5^;^XX7^;l/ ; 2-v^-n-7'P 
t!;l/7^y-3- {4- [2- (5-pt5^;i/-2-7x 
x;i/-4-:t=^^itv/u;H 7xx;l/} 7^Dt::t>KX5^ 

;1/xxt-;I/: 2 ->?-f y:/pif;^7^y- 3 - {4- 

[2- (5-;<^;i/-2-7xX;i.-4-:t=^^iJ-yU 

;W 7xx;w v^pbfrt^Kx^^ji/xxx;!^; 2-i^- 

n-:/5";P7^/-3- {4- [2- (5-p^^;l/-2 

-7xx;p-4-:t^lJ*yu;i/] 7xx;H ^uM^y 
Kx^;i.xX'5r;^ ; 2 -v^-'f vy^;i/7^y- 3 - 

14- [2- (5-^5^;P-2-7xX;i/-4-:t+-y- 

\/u;H 7xx;w 7^Ptr:t>Kx5";vxxx;u; 2- 

>?-sec-y^9^;i/7^y-3- {4- [2- (5-;?<9^ 

;p-2-7xx;i^-4-:t*U*yu;W 7xx;H t^p 

tfrt^KX^^Jl/XXT-;!/ ; 2-v-n-^>5^;U7^y 
-3- {4- [2- (5-;<g^;i/-2-7xx;i/-4- 

:t+-9-yu;W 7xx;w -r^PbTit^Kx^^ji/xx^^- 

2->?-n-A.:^i>^;i^7^y-3- {4- [2- 

(5-^5";p-2-7xx;i/-4-;t^-y*yu;W 7x 

x;W 7^Ptf:t>KX5^;i/XX5^;U; 2->^-n-^:/ 
5^;l/7^/-3- {4- [2- (5->^^;U-2-7x 
x;i/-4-:t*iJ-yu;W 7XXJW T^PfcTit^Kx?^ 

;i.xx7^;i/ ; 

[0 0 2 8] 2-i?-n-:ti75^;i.7^y-3- {4- 
[2- (5-^^;V-2-7xx;U-4-:t4^ityU 

;W 7xx;w 7^ptr:t>Kxg^;i.xxT-;p ; 2->?^ 

>'>?;l/7^y-3- {4- [2- (5-p<5^;i/-2-7 

xx;i."4-:t+-9-yu;W 7xx;W ypt!:t>Kx 
^;VxXt-;1/; 3- {4- [2- (2 -^>y:t^iti/ 

u;M?';p75y) xh^^^i/] 7xx;w -2->^^;i/ 

7^yyPtf:t>K; 3- {4- [2- (2-^>y:t 

4^-y-yu;M5";i/7^/) xh^v] 7xx;w -2- 
X5^;^7^y :/ptf:f >K ; 3- {4- [2- (2-^ 
>^/:t^-y-v^u;p>t^>iP7^/) Xh=*^i^] 7xx;w 

-2-n-7^Pfcr;U75/7^Pfcr:t>K ; 3- {4- 
[2- (2-^>\/:t^1tyU;i^>^5";U7^/) Xh=*^ 

i^] 7xx;w -2--f V7^ptf;i/75y7^ptf:t> 
K; 3 - {4- [2- (2-^>i/:t^ifyu;M5^;i' 

7^y) Xh:^^>^] 7xx;H -2-n-y5^;i/7^y 
T'Ptfrt^K; 3- {4- [2- (2-^>y:r+-y-y 

u;M^;i/7^y) xh4^v] 7xxjw -2--fv:/ 
^;^7^yypfcr:i->K ; 3- {4- [2- (2-'^> 
\/:t=^^iJ-v^u;p;»t5^;i/7^y) xh^i^] 7xx;n - 

2 -sec-y?^Jl'7^y yPtr:t>K ; 2 --^>v;i/7 
^y-3 - {4- [2- (2-^>y:t=^r'9-yU;M^ 

}V7%J) xh^^^v] 7xx;w :/pfcf:t>K; 3- 

{4- [2- (2-'^>y:t+ifyu;M5";i'7^y) 

xh^^v-] 7xx;H -2->>^5";i.7^yyptf:t> 

K; 3 - {4- [2- (2-/^>y:t=t^ityu;M5^;v 
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Dfcf:t>K; 

[0 0 2 9] 3- {4- [2" (2-^>V:i'^D-VU 

^ /yDtf:t->Kx^;^xxT-;i/ : 3- {4- [2- 

(2-/<>i/:t^it^/u;M5";U7^y) xh4^->] 7 

xx;i/} -2-x5^;i/T5/:/Dtf:t>Kx^;uxxx 

3 - {4- [2- (2-'^>\/:t^1tV^U;l/p<5';l/ 

7^/) xh+v] :7xx;n -2-n-:/Dtf;V7^ 

/yDtf:t>KX5^;i/XXx;i^; 3- {4- [2- (2 i(? 

;H -2--f yynfc!;i/7^yypfcr:t>Kx5';i'XX 

xJV; 3 - {4- [2- (2-^>y:t^iJ-\/U;M?^ 

;i/7^y) xh^^^^z] 7xx;W -2-n-:/^;i/7^ 

/:fu\:it>WtX9^)VX7.^)V; 3- {4- [2- (2 
-^>Vt^^V^JJV;^^)VT^y) Xh^i^l yx.X 

;n -2— < y:/^;^T5y:/Dfcr:t>Kx5^;^x;^T• 
;^: 3- {4- [2- (2-^>v^:t+'y-v^u;i/^5^;^ 

T^y) xh=^r>'] yx,xM -2-sec-:/9^;P7^ 

y ynfcr:t>Kx^;i/xx'T';P ; 2-'^>>?;i/T^y- -a? 

3- {4- [2- (2-'^>y:t^1fV^U;M5^;VT^ 

/) xt^+v-] :7xx;w 7'ntf:t>Kx^;i/xx7=' 

3 - {4- [2- (2-^>\/:t+WU;i/pt^;i/ 

T^y) xh^sx] :7xx;i/} -2 ->?;?^^;i/7^y :/ 

D tfrt^KX^^j^XXT-JP : 

[0 0 3 0] 3- {4- [2- (2 -^>y':t+U*yU 

;M9";u7^y) xh^s/] :7xx;w -2-v^xg^;i/ 

)V:^X)VT ^ y - 3 - {4- [2- (5 -^5^;!/- 2 

-7xx;v-4-:t^itVU;W xh^5>] :7xx;W j^? 
:/ukf:t>mx^)VX7.v-)V ; 2 - t -:/h+->*;i/# 
x;i/7ay-3- {4- [2- (5-'X^;p-2-tru 
>?;W xh:^->] 7xx;H :/Dt;:t>Kx5^;i/XXx 

3- {4- [2- (5-X^;l/-2-t!Ui^;W X 
h^i/] 7xX;H -2- (2, 2. 2-hU7;l/:tD 

7'ir^;u7^/) :/Di;:t>»x5^;i/xxT';i'; 2-7 
t?;u7^y-3- {4- [2- (5-j?^5";p-2-:7 
xx;i/-4-:t=^ri?-\/u;W xh4^->] :7xx;W t^d 

tf:i->Kx5";i/XXT-;U; 3- {4- [2- (5-;<5^ 

;i/-2-7xx;i/-4-3f4^ityu;p) xh^^ri^] yx. w 

X)V] 2 - (2, 2, 2- hU:7;l/:t0 71r^;i'7^ 

y) :/Dif:t>ex?^;i/x;:^x;U: 2-'<>y-f;i/7^ 

y-3- {4- [2- (5 -pC^Jl'-2-7xX;l/-4 

-:t^i}-y»j;W xh^x] 7xx;w :/oe:i->ltx 

^;i/x;^x;i/; 2- (2 -i7D;i/7ir5^;U7^y) -3 

- {4- [2- (5-^^;l'-2-:7xX;i/-4-:t^ 

ityu;W xh^t^v'] :7xx;W zfu\L^y^x^}],x 

[0 0 3 1] 2- (4-i7DO^>y-f;W 7^y-3 

- {4- [2- (5-p^^;^-2-7xX;|.-4-:t=^r 50 
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ltv/u;i/) xh+'>] 7xx;H yabf:t>^x^;px 

3- {4- [2- (5-;?t5^;l/-2-7xx;U 
-4-:t4^-9-\/U;U) Xh:^5/] >^xX;W -2- (4 

-xHD--<>y<;W 7^y >^Ptf:r>'Kx5"jl.xXx 

2- {A-y)V^U^yV^)V) 7^7-3- {4 

- [2- (5->5^;p-2-7xx;i/-4-:t+"y-yu 
)V) xh^y^ :7xx;W :/Dt!:t>Kx^;vxx^ 

2-3tv;^^;V7^/-3- {4- [2- (5->C^ 

;i/-2~7xx;v-4-:t4^U-^/u;W Xh^v-] >^x 
x;w yDfc!:t>Kx^;i/xx7^;i' ; 3- {4- [2- 
(5->^^;i/-2-37xx;i.-4-:t^i^-yu;W xh 
=^^s^] :7xx;W -2-yDtf:tx;i/7^/ypfcf:t> 
Kxg^jvxxT";^ ; 2-:/^^y-f;i/7^/-3- {4- 

[2- (5->C5^;i,-2-:7xX;l/-4-:t+1i-V^U 

;0 xh:^^s^] :7xx;H yDfcf:t>Kxg^;i/x;3;'x 

)V; 2-M^>X)V^X)Vr^J - 3- {4- [2- 
(5-;<5^;i/-2-:7xx;i/-4-:t=lrU'V^U;0 Xh 

^v'] :7xxji.} :/Dt;:t>Kx5";i/xx7";i/; 2-h 

^)y)V:tuy.9>7.)V^X}Vr^J-3- {4- [2- 

(5-p<5';p- 2-:7xx;i/-4-:t^itv^U;W xh 
7xx;W tf:t>Kx9^;i/XX7";P ; 

[0 0 3 2] 2- (1, 3->^:t4^V-l, 3-vt:H 
D-2— f V-f >HU;i/) -3- {4- [2- (5-;?^ 

5^;v-2-:7xr:;i/-4-:t+l^-\/U;W xh+'>] y 
xx;i/} ::/Dfc!:t>»x5^jVxxx;i/ ; 2 - t - y h+ 

yti)Vi^^X)VT%J -3 - {4- [2- (5-;<^;l^~ 
2-7xX;P-4-:t=*^1i-V^U;W Xh^i/j 7xX 

::^pif^>K 2, 5 ->^:t+v- 1 -t!PU>?x 

)VX7s'r)V\ 2- ^U:7;^:tP7•fe5^;^7^/-3- 
^4- [2- (5-;<5^;l/-2-7xr:;i/-4-:t^-y- 
'/^))V) xV^y^ :7xx;W yPt;:t>7^F; 2, 
2, 2-hU:7;i/:tP-N- [2- {4- [2- (5- 

:K^)V-2-yx.x)V-A-^^^^/^))V) xh^v'] 
:7xx;H -1- (t!PU>?>-i-*;i/3j^x;w -x 

7-^^^^ H ; N-X^;i/-3- {4- [2- (5 

-p^^;p-2-:7xx;i^-4-:t=*^-y-r/u;W xh4^ 

v] :7xx;W -2- (2, 2, 2-hU7;i':tP7'fe 
^)V7^J) :/Ptr:t>7^ H ; N, N-S^X5^;U-3 

- {4- [2- (5-^5";u-2-:7xx;i/-4-:t^ 
i*-\/u;W xh^^i/] :7xx;i'} -2 - (2, 2, 2- 
hU:7;i/5fP7ir^;P7^y) :/pt!:r>7^H: 2, 

2. 2-hU:7;U:tP-N- [2- {4- [2- (5- 

>c^;i/-2-7xx;i/-4-:t+-y-yu;W xh^^-v] 

:7xx;H -1- (rE)V^^)>-A-fi)Vi!^X)V) X^ 
)V] [3- {4- [2- (5->C^;^-2 

-7xx;i/-4-:t-i^'9-\/u;w xi>4^>^] :7xx;w 

-2- (2, 2, 2- hU:7;i.:tP7"fe^;P7^y) 7" 

ptr:tx;i/7^y] ftsx^^ji^xxx^k ^fctt-^-ne 

[0 0 3 3] B^65UCl1=$L#^itttt, ±iB-«a: 



« 

• 



(14) 
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(I) T5^$n-5 2-75/-3-7x:zJl/:7'Dtf:i-> 

i?>i[, tr3U>m^ow«iaaifi, ui^>^, 7)V^ 

=.>m.^<DTS.^fm.ti^&^. 2-75^-3- 

>^w&. v'3.'i7K«, -^u-iymM. ^^yT.j^'-^y 

[0 0 3 4] -figs; (I) T*Sn-5*5!MO^fc-&'gj 

mm \^m^m.m^mssi^^ii \^x-^mr^mmsm\t. 

tm^mzf^m^n^uii^f: mmn. mmM. 
mmi ti^n. mm. mmm. m 

-wi^m. ifb,mm. »f^m. mmmsbM. ■^<om<o 

mm. ti-:f-^}vm. vu-^m. x.7V-)im. x 

(I) so. 1~1 0 0 Oing#{Cl~l 0 Oiig£ia#f 

[0 0 3 51 — «iC (I) T?3^Sn«*5SWOfl:^i» 4£? 
tt. liB*;ttt2m±©^S^9gS:*bT*t), 1® 

©Tab -5. 

[0 0 3 6] *55WOfl:^4&tt, TE&^l^-h 

(D:^m\z^'DX&m-t^^tt)m^i>, va^v. *^hj 
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ov- h 1 ) -m^ (A) 

[^t3 1] 



(A) 



X^-^iX^'fUi/ymm'^^. ^A- (CH2) mRt? 
^Sn-5A- (CH2) m&m\7)V'^M\:UM. Sfc 
ttiCA- (CH2) mCOQT?^$n-5A- (CH2) m 

cos»A7;p*y-f;Ht;KlltK«s-«i-T> -«gs; 

(B) 

[fl:3 2] 



COR 



9 



(B) 

>lSil««^tL, zLmit^^a (B) *|g«iauT75/ 

[^3 3] 



COR 



9 



A--(CH2)m— W"^^ 

(C) 

[0 0 3 7] (;p-h2) ±iB;i'-hiT#?.n-5ft;^ 

ife (C) iZ^\,>XWitmS^^^XS>i>m-^\t. C<Dit^ 

<^ (c) S:se){cttgfi]n*^i-»-r^*\ ^fc^^^i■pfc^ 

SRi 0 :^<ki;/£;&»^Ri 1 ©R^f£S|iil#:<i:^J;e:S1t 
ZK^^LT, (E) 
[fl:3 4] 



A-(CH2)iii— O 



"10 "11 

(E) 



[00 3 8] ov- h 3 ) JiiBjp- h 1 r^^ns-fb^ 
(c) {w*3tiTWi0tK^ii?^-e»-s«-&tt, nojb^ 

(C) S$&tSRij{C^*l&"rSB60KlSttSI3S«:t 
HJiSS-B-T75/SJCRi2SSgAUT. (F) 
[flS3 51 



« 



(15) 
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28 



A-(CH2)m— O 



COR 
NHR12 



9 



(F) 



^«iSjD*^h»LT, HRS: (G) 
1^1:3 6] 

A-(CH2)m— 

(G) 

[0 0 3 9] ov- V 4) ±fa;i'- h 1 T#en-5^fc'& 

«^ (c) fc*iViTW*tK*M^T?*-5«^tt, ::o{b-& 
<^ (c) S:^&^c7^;^K*fc^i3A^7Kos^&^4ss^ 

¥f-tRj^-&^X. HKSC (M) 
Wb3 7] 

A-(CH2>in— R'^g-Rie 

(M) 

[0 0 4 0] OV- h 5) ±M)V— h 1 <0'4'M'fb-& 

(B) \z^\,^xYiimmMi-i2tb^Wi^\t. z.(r>^^ 

(N) 

lfl:3 8] 

A-(CH2)m— 

(N) 

JISS (J) 
C^3 9] 

.A^ NH 



A-(CH2)n> 



NHR12 



(J) 



6) ±|2JU-h 3 en-&ft;^'» (F) tCfeVi 



HtS^a-ti-T. -flSSJ (K) 

[^1:4 0] 

(K) 

T, (L) 

A-(CH2)m— p/^" 

(L) 

Testis 2 -mk7)v^)V7%y - yu ii:t>mmm 
a? [0 0 4 1] [^^>. Ri\t7iimM. i&m7)V'=i^i^ 

/S. tr'^Ui^y*, *J1/7*U/*, 3<H£ilT®AD 
y T nx ViT <fc V5telK7;V* >X 

;i/75/a. '<>-t?>;:^;i<'5j^-;i'75ys> *fctt75 
y fc«-€-©ffiiK7;i^^;i/xx5^;w©7 5 / 5)* 

i&fSk7)V^)vm. 7 u -;KSiK7;i'+;i^a. ^ 
30 ^mtt%\zm^m^LT\^^^5m^k.\t6^<D^m^ 

;t'^>!/'f;uj&, 3fi£iiT®/Npy>js^-ce^3nT 

tifii»7;p* >xji'3jK-;nt*^-r*>*fctt, Rj t Rs 
■r. R4tt«ie'^>-tf>sii®24a[*fctt3firfcBSib& 

[0 0 4 2] Att. (II) . (Ill) Sfctt (IV) 
[^4 2] 



'« 




tt*SlSttST*«j:t*SU Rio. Rtif*^;^** 
#'\7^D^iCSeiftfi»7;i/+;i/«s^i.> •(Bi;^**** 

A-(CH2)n»R 
A— (CH2)m CO& 



^ji'7*u/», ffiiiS7;i'*>x;pit^n;i/75y 
10 '<>-tf>'X;i'3^::i;i'75>'». 75yK*yttt75 

HS&«U Ri7tt3<@«TOADy>S?^TBa$n 
TViTfcJ;l/iffii»7;W4^;WSS^b. Ri±*KSi;e:tt 

[0 0 4 3] $ e.fc±fa^jw-hs»i^-rn«> tibo 

-iKsc (I) {r-&*n«^b-&«& (B) , (c) (onm 

20 immm^^-c^^m-B) 



Ht4 3] 



NHRb 



(A) 



(xai) 

(X^i 1 ') 



A— (CH2)ni--W 



NH 



NHRb 



(B) 



(Xg2) 



A— (CH2)m— W 



(C) 

(Xg 1 ) it-^m (B) (S«t'> Rs tt t - ■^^}\^^^ 
v';*; JU#r:;i/a^TS S n^) -«S WjS: 7 5 y 

R. ttfi!9^«^^»l~3<iD7JU:3=*^'>SS:^ 
f, ) ^^(CA^W*-5-^^ (A) {:*5ViTT*t 
*KS-eabS^P->>SI«#: (A) tA- (CH2) m 

RT^SnSA- (CHs) m^A7;i'^;i/ft;tt* (S; 
(f. Rtt*KST?ab^>i6\ ADy>ls^^, p-h;i/x> 

U7i^>'3>'X» Organic Reactions, 4 2#. 335 

'^^•iix hJWxx x-7^;k v'p^^JW 
Ji^;PA75H, 5?^4^ii->^©^fc*'«r 1 ~ 3 Sfi® 

\/tX*>)k:i?>K72 H*5J:t/f7Jl/^;|/ft;Kll!£- 5 0 



[0 0 4 4] -m^ (I) »c^sn^ft##» (B) . 

(C) cDSiS (WdtA;i/3pxji.a-x?afe5)«^) 

(Xei') $BCA#T?*-5-«iC (A) C:feV>TT 
***lfllS?'-C*-&7xX;W77X>'^«#:S, SCA- 
(CH2) mCOQ-Ca^3n-5*;p:3?>»®S«tt5l» 

-a-T, — «iC (B) •CSSn«3- (4-7)Vi3/'i)V 
7xX;W :/Dt!:t>K£l««:tT-5. Sje^#tl/T 
tt. mX\ti. KiSSttttbT. «ft;>tg^U>, 1, 2- 

v'^DDX^'X -fiSfl:^*. EiSfl:^^, xha^^^ 



(17) 
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[0 0 4 5] (XS2) (C) S;fc«-€-0*g», 

{C^m (B) C*ViT, N«a«R8*U 



(C) 



(X^3) 



[0 046] h 2 m=m.mm=f) 
-m: (I) c#ins^-&ft& (d) , (e) ©ajit 

[Ib4 4] 

A-(CH2)m-0"^ r;„^ r„ 

(D) 
{Xg4) 



(XS5) 



A— (CH2)m — 0 



>10 



Ri 



tiO;l> RioSfc«Rii<DA5-1' H (0!I;^«3'^'ft; 
. I^^fcite, la^fcW * 1 ~ 2 0 SftiBlA> h 'J X5^J1/ 
75 >. trUS^X N. N - i^-l" V y D bf ;l/X5^;i'T 5 

A, ^K*s[l:hh'J'i7A;fti*0:^»©l~2 0^«#« 

[0 0 4 7] af5^v>tt, -fb^ta (C) ^;fctt-e©iasi? 

t LT, 1 ~ 5 0«BE©**M«ETfc«IH!tji 

7c&1-^::i:{ca:oTMb-&#r (D) s#-siit*ta* 

•5. SStCtt. ±l3afl6a7cO«t>»)K**^b*•:^3i:^^K 



(E) 



©a7c^J*fflvi^;5fetcJ:oTt>ib-&'^ (d) Sr#s:: 

[0 0 4 8] (Xe4) if^m (E) tt{b-&ife (D) Sr 
U->. 7-thxh>j;k v';<5";i^3j^;PA75 H, PK. 

•5. 

(XS5) ib^#» (E) (Rio. Rii**tf>JC**SrS 

•r«-&) mb^ti (c) *^e.±tHx@4 twfii©^)iT 

[0 0 4 9] iijfi;!/- h 3 (W=K3f§IiT) 

HKSC (I) »c^in-&fb^ii& (F) . (G) ©aiis 

[<b4 5] 



(C) 



(1^6) 



^ A— {CH2)m — O 



(F) 
I (XS7) 



A-(CH2)m— 

(G) 

(Xg6) Vc^m (F) tt, -fb^te (C) ^/ttt-€-©*a >, **i±tAcn&Oil^a?»Clin;t, h^)X.^)V7S. 
i^^t^^-y-X >'j>t5^;J'3^;l'A75 K. 7-fe:hX KUi^ 50 *K^b:J- h U ^^A, JlKKfti^'J-^A, ^KAU^/A, 



4 



(18) 



#iS¥ 8-325263 



33 



5# 



* (x@7) ^b^ife (G) tt±taxe4.hii«c[)^jiTjt; 
^#1 (F) *>6»-SJ:t*«ai*s. 
[0 0 5 0] h 4 (w=K3fiii^^) 

-flssc ( I ) c-^insfls^itsi (M) ©®jg 

Hb4 6] 



(I® 1 3 ) 



(C) 



*- A— (CH2)in 



R 



IS 



(M) 



(Xgl 3) ^b^i{^ (M) mt^m (C) a^i'/- 



[0 0 5 1] h 5 (W=K^gT) 

-«iC (I) fC^^n-SflS^ilSr (H) . (N) , (J) © 



[{k4 7] 



(B) 



urns) 



A-(CH2)m 



COOH 
NHRs 



urn. 9 ) 



(H) 



COR 



13 



A-(CH2)m— O*'^ 



(N) 



(X® 1 0 ) 



.COR 



13 



A~(CH2)m _nX^'f^Ri2 ^ ^ ^ 



(xes) fl:^!fe (H) \t±fRxM4 tmm(D^!&T^t 
(xe9) it-^m (N) tt, fls^ife (H) <Diskttii)v^ 



(Xei 0) ft;^4!^ (J) ±13X82, t^titcjse 

<^b^ti (N) ©Ksaatcto^-sriJiSffl^-s. 

[0 0 5 2] fiiiJP- h 6 (W=Bl3tlM^) 

HKSC (I) tc^snsfli^fj (K) . (L) ©sag 

[^b4 8] 



(19) 
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COR< 



(F) 



ixn 1 1 ) 



*■ A-(CH2)in 



^NCOCFg 

Rt4 



(K) 



(X=g 1 2 ) 



(XSl 1) it^m <F) ICiiliT, Rx2lfiV^)y)V-^ 
DT-fe^^JWSOli'&tC, -fb'&'fe (K) (Ri4ttfll»TJW 

77;w+;pss^-r) ■fk-&4» (f) d^&i 

(Xgl 2) (L) «±iaiB«(0Xig4iI^«O 

[0 0 5 3] ^mm 



(s) -2- t-:/h:^^->*;P:jfr:;i/T^y-3- {4 

- [2- (5-p^5";l'-2"7x-;V-4-:t^ii-\/U 



L- t -:/h^>^;^;i/#x;i/(Boc)5^p>^>x5";i^xx 

T-^U (2 5.0g) . hU:7xXJl'3iNX:7^> (PPhS) 
(2 1.2g), 2- (5-pC5";^-2-:7xx;l/-4- 
:t4^1^•yU;W x^^y-;w (i6.4g) (ZJ-T-h^hHD 

>^^> (THF)(4oomi) mm\zymitTV-jti 

>Ki^-f v:/atf;i/ (16.3g) OTHF (SOml) m 

-»itx5^;i.T»ai.. TiBttiR&wf saiE^fc'&«j 

(1 9. 2g) S»^o 
^HNMR (CDCls, ppnO 1.23 (3H, t, J = 
6.9Hz) 1.4 1 (9H, s) 2.3 7 (3H, s) 
2.90-3.10 (2H. m) 2.97 (2H. t, J 
= 6.6Hz) 4.14 (2H, q, J = 6.9Hz) 4.2 
1 (2H, t, J = 6.6Hz) 4.4 6-4.5 3 (1 
H, m) 4.9 5 (IH. d, J = 8 . 2 Hz) 6.8 2 

(2H, d, J = 8.6Hz) 7.02 (2H, d, J = 
8.6Hz) 7.38-7.46 (3H. m) 7.95-7. 
9 9 (2H, m) 

E I -MS m/z ; 4 9 4 (M+) 

IR (CHCls, cm-^ 3 3 3 6, 1 7 1 5, 1 6 4 



Ri4 

(L) 

1, 1612. 1554 

[0 0 5 4] mi&m2 

(s) -2-757-3- {4- [2- (S-^^^JL- 
2-7x-;|/-4-:t=^^1}-\/iJJW Xh + v-] 7x- 

HitfifUl ®^t;^4& (1 9. Ig) ®>?:t+-9-> (2 0 0b 
1) mmzAn-HC \ --J^^^>^m (SOml) & 

20 -j-t^'^ymm (4 0mi) Sjijmb, ^mt7^m»b 

^> >?-r V :/n t!;i'X— 5=-;i/ (2 0 0inl) sm-S. m 

(1 6. 6 4g) 

>HNMR (CDCh. ppm) 1.18 (3H, t, J = 
7.3Hz) 2.5 1 (3H, s) 3.2 3-3.4 5 (4 
H, m) 4.13 (2H, Q, J = 7 . 3 Hz) 4.2 6 
(IH. br.) 4.36 (2H. t, J = 5.6Hz) 6. 
8 1 (2H, d, J = 8.6Hz) 7.18 (2H, d. 
J = 8. 6 Hz) 7.5 4-7.6 7 (3H, m) 8.37 
30 -8.4 1 (2H, m) 8.7 1 (3H, br. s) 
FAB-MS m/z; 39 5 (M++1) 
IR (CHCh, cm-') 348 0, 1 7 4 0, 1 6 7 
6, 16 10 

[0 0 5 5] ^mmz 

(s) -3 - {4- [2- (5-^5^;i/-2-7xx;P 
-4-:t+1}-V^UJW Xh^v'] 7xX;H -2 - 
^JV- (2, 2. 2-\'^)y)V^U7±^)V) 75/] 

:7'D br:i->Kx=F;pxxT-;i'®fijfi 

(s) -3- {4- [2- (5-;>l5^;l/-2-7xXJU 
40 -4-:t=^'1}-yj;W Xh:^^->] 7xXJW - 2- 
(2, 2, 2- hU7;W:tn7-fe?;i/75/) ^Otr:*- 

>«ix.'^)i'X.7.7-)v mmt^nmma 5®ft;-g'(»© 

(s) ($:) (4.8 4g) ©DMF (4 0ml) S*£»C5k?& 
T»C 6 0 X^Sfl-fb:?- h U "i^ A (0.4 3 4g) t3^1t:^ 
(4. 2 0 2g) SMTICI 5^M8I 

i^httm. R^SIK** (2 0 0ml) iCStt, »»X^JP 

(2 0 0ml) -eaaf^. msa^^tau v"j*y;k 

*9ATtl«UT, TgHtt«**T-&aEft;^4& (4. 
5 9g) 

SO 'HNMR (CDCU, ppm) 1.2 6 (3H, t, J = 



I 



(20) 
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5.0Hz) 2.36 (3H, s) 2.9 3-3.0 8 (6 
H, m) 3.35 (IH, dd, J = 14.5&5.3H 
z) 4.15-4.28 (4H, m) 4.70 (0.15 
H, dd, J = 8.9&6.3Hz) 4.96 (0.85 
H, dd, J = 10.9, &5.3HZ) 6.8 3 (2H, 
d, J =8. 6 Hz) 7.0 7 (2H. d, J = 8.6H 
z) 7.38-7.46 (3H, m) 7.95-7.99 

(2H, m) 

E I -MS m/z ; 5 0 4 (M+) 

IR (CHCls, cmO 302 0. 174 0, 169 10 

5, 1 6 4 3, 1 6 1 2, 1 5 8 5. 1 5 5 4, 1 5 1 
4 

[0 0 5 6] %mmA 

(s) -2-^5";UT^/-3- {4- [2- (5->C 
^;i/-2-7xr:;l/-4-:t+1f\/U;W Xh=*^>^] ^ 

wsm^(r>^mc^m (4. 5 6g) (dx^^/-;u (5 0 

ml) ^mz\.U-im,VcyV^)'Oh.mWL (18ml) &ljfl 

**-r^SE^l:^^ ( 2. 9 5g) Sr^^o 
^HNMR (NaOD/D2 0, ppm) 1.8 7 (3H, 
s) 2.22 (3H, s) 2.6 3 - 2.7 8 (4H. 
m) 3.16 (IH. t, J = 6. 6 Hz) 3.9 5 (2 
H, br.) 6.64 (2H, d. J = 8 . 6 Hz) 6.7 
3-7.48 (5H, m) 7.61 (2H, d. J=6. 
9 Hz) 

FAB-MS m/z; 38 1 (M + +1) 
IR (KBr, 3 4 4 2, 1 6 1 2. 1 5 8 30 

9, 15 5 6 
[0 0 5 7] 

(s) -2-X5";l/7^/-3- {4- [2- (5-;< 

5";i'-2-7xr:;i.-4-:t^1J-l/U;U) xh^^i/] 7 
xx;p} yDfc;:t>Kx5^;i/xx7^;i/OSlifi 
%'^m2(n^M^^m (0. 8 7g) ©x^^y-;p (1 0 

ml) ^fiKiC3^7ftxg^;l/ (0.3 4 7g) chN, N->?^ 

y:/Dtf;i/xg^;i/T^> (o.7 8 3g) *lni;l6 0t:T 
2^mn^. x^7y-;^SSSbfc^. Sittc*&3ra 

UT, TiBtt«SWrs^lBft^fl» (0. 5 Og) H 

im^(j^2-'ymmc^m (o.o7g) s^^o 

'HNMR (CDCIs, ppm) 1.06 (3H. t. J = 

6. 9 Hz) 1.15 (3H, t. J = 7. 3 Hz) 2.3 7 
(3H. s) 2.4 4-2.6 9 (2H. m) 2.88 
(2H, t, J = 6. 9 Hz) 2.9 7 (2H, t, J = 

6.9Hz) 3.46 (IH, t. J = 6.6Hz) 4.10 
(2H, q, J = 7.0Hz) 4.2 1 (2H, t, J = 
6.6Hz) 6.8 1 (2H. d, J = 8. 6 Hz) 7.0 7 50 
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(2H, d, J = 8.6Hz) 7,3 9-7.4 5 (3H, 
m) 7.9 6-7.9 9 (2H, m) 
FAB-MS m/z; 5 2 3 (M++1)) 
IR (neat, cmO 306 2, 287 1, 173 2, 
164 1, 161 2, 155 4, 1512 

[0 0 5 8] «ffi4?96 

(s) -2-vX^;l/7^/-3- {4- [2- (5- 
pt9^;i/-2->^xX;i/-4-:t^tJ-^/U;W Xh=1rv] 

:7xx;H :/nt!:t>Kx^;i/X7.'z-;K0S?S 

^HNMR (CDCI3, ppm) 1.0 1 (6H, t, J = 
7.3Hz) 1.15 (3H, t, J = 7.3Hz) 2.36 
(3H, s) 2.45-2.58 (2H, m) 2.71- 
2.84 (3H, m) 2.9 4-3.0 3 (3H, m) 3. 
54 (IH, dd, J = 6.3&8.9Hz) 4.0 3 (2 
H, q. J = 7.3Hz) 4.21 (2H, t, J = 6,6 
Hz) 6.7 9 (2H, d, J = 8. 6 Hz) 7.0 9 (2 

H, d, J = 8. 6 Hz) 7.2 6-7.4 6 (3H, m) 
7.9 6-7.9 9 (2H, m) 

FAB-MS m/z; 45 1 (M++1) 

IR (CHCh, cmO 3 0 3 0, 1 7 2 8, 1 64 

I, 161 2, 1554. 1512 

[0 0 5 9] ^mm? 

(s) -2-X^;i/T5y-3- {4- [2- (5->^ 

5^;i/-2-:7xx;p-4-:t^i^yu;i'Xh^v] :7x 

m^^mBO^^it-^^ (0.4 7 5g) <DX,^y—J]^ (5 

ml) mmziM-Ti^miti^ho^Amm (4mi) 
t^^Bit^m (0. 3 0 Og) &»^o 

iHNMR (NaOD/D20, ppm) 0,9 3 (3H, 
t. J = 7.3Hz) 1.91 (3H, s) 2.29-2. 
5 2 (2H, m) 2.6 4- 2.7 4 (4H, m) 3.1 
9 (IH. t, J = 6.9Hz) 4.01 (2H. br.) 
6.6 7 (2H, d, J = 8. 6 Hz) 7.0 1 (2H, 
d. J = 8. 6 Hz) 7.13-7.15 (3H, m) 7. 
5 7-7.5 9 (2H, m) 
FAB-MS m/z ; 3 9 5 (M++1) 
IR (KBr, cm ') 3 4 4 5, 1 6 1 2. 1 5 8 
5. 15 14 

[0 0 6 0] ms&ms 

(s) -2-i^X^JUT^y-3- {4- 12- (5- 

>c?^jp-2-:7xxjv-4-:t4^-y-\/u;w xh^^^v] 

mmm6(Dit^9s (o.eg) i)^iE>mmm7 tmmizmm 

VX. Ti2tt4^^£W'r'2>SfBfb^^Kl (0.4 7g) 



k 
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^HNMR (CD3OD, ppm) 1,2 5 (6H, t, J = 
7.3Hz) 2.38 (3H. s) 2.9 7 (2H. t. J 
= 6. 6 Hz) 2.94-3.12 (5H, m) 3.88 

(IH. t. J = 6. 9 Hz) 4.2 2 (2H. t, J = 
6. 3 Hz) 6.8 8 (2H. d, J = 8. 5 Hz) 7.2 7 

(2H, d, J = 8.5Hz) 7.4 3-7.4 9 (3H, 
m) 7.9 3-7.9 7 (2H, m) 
FAB-MS m/z;42 3 (M++1) 

IR (KBr, 357 0, 161 4, 155 

2, 15 14 

[0 0 6 1] mmm% 

(s) -2-'f vyDh!;i/7^y-3- {4- [2- 
(5->(5';i/-2-7xr:;U-4-:t4^1J'\/U;W 

mmm2<D^^m (i.0 7 7g) t3^7fl:-fv:/afcr;i. 
mt'^m (0. 5 ig) ss-So 

iHNMR (CDCh. ppm) 0.9 7 (3H, d, J = 
6.3Hz) 1.02 (3H, d, J = 6.3Hz) 1.13 
(3H, t, J = 7,3Hz) 2.37 (3H, s) 2.6 
4-2.79 (IH, m) 2.81-2.93 (2H, 
m) 2.97 (2H, t, J = 6.6Hz) 3.53 (1 
H. t. J = 6.6Hz) 4.06 (2H, q, J = 7.3 
Hz) 4.21 (2H, t, J = 6.6Hz) 6.81 (2 

H, d, J = 8.6Hz) 7.07 (2H, d, J = 8.6 
Hz) 7.38-7.46 (3H, m) 7.95-7.99 

(2H, m) 

FAB-MS m/z;4 3 7 (M + 'fl)) 

IR (CHCh, cm O 2 9 62, 1 7 3 1, 1 64 

I, 161 2, 158 3, 155 4, 1512 

[0 0 6 2] ^mmi 0 

(s) -2— f yyDtf;^T^y-3- {4- [2- 
7xx;W :/nt;:t>Kco«ii 

mmm^o^it^^ (o.4 7 3g) ti^^mmmi iinmz 

jaaUT, Tf2ttJRSW"r^^i3{b^i» (O. 3 3 3g) 

^HNMR (NaOD/D20, ppm) 0.8 3 (3H. 
d. J = 6.3Hz) 0.90 (3H, d. J = 6.3H 
z) 1.92 (3H, s) 2.5 5-2.6 8 (5H, m) 
3.31 (IH, t, J = 6.6Hz) 4.01 {2H, B 
r.) 6.67 (2H, d, J = 8.3H2) 7.00 (2 
H. d, J = 8. 3 Hz) 7.13-7.15 (3H, m) 
7.6 2 (2H, m) 

FAB-MS m/z:40 9 (M++1) 

IR (KBr, cm O 345 0, 163 5, 161 

2, 157 1, 1514 

[0 0 6 3] %mmi 1 

(s) -3- {4- [2- (5-p<^;i/-2-7xx;i/ 
-4-:t*lJ*V^U;W Xh^^^v] :7xx;W -2-n- 
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tr;i/T^ y fcf :t>Kx^;i/xxT-;uoMig 

%mm2(0{t^m (1.0 7 7g) LB^itn-^fU^JV 

mt-^m (o.6 4 4g) hm&mi2(oi\:^^ (0.4 

1 2g) 

^HNMR (CDCh, ppm) 0.86 (3H, t, J = 
7.3 Hz) 1.16 (3H, t, J = 7. 3 Hz) 1.4 0 
-1.50 (2H, m) 2.37 (3H, s) 2.40- 
2.61 (2H, m) 2.8 0-2.9 2 (2H, m) 2. 
10 9 7 (2H, t, J =6. 6 Hz) 3.4 4 (IH, t, 
J = 7.3Hz) 4.08 (2H, q, J = 7.3Hz) 4. 
21 (2H, t, J=6.6Hz) 6.81 (2H, d, 
J = 8.6Hz) 7.07 (2H. d. J = 8.6Hz) 7. 
3 8-7.4 6 (3H, m) 7.9 5 - 7.9 9 (2H, 
m) 

FAB-MS m/z;43 7 (M + +1) 

IR (neat, cm O 293 9, 172 8, 164 1, 

161 2, 158 3, 155 4, 1512 

[0 0 6 4] mm \ 2 

20 (s) -2->^-n-:/Dfcf;i/7^y-3- {4- [2 
- (5-;<9";U-2-7xx;i/-4-:t=^^iJ'yu;W X 

V^iy^ :7xx;i.} yDtr:t>Kx^;^xx7";i/CD»jft 

^HNMR (CDCIs, ppm) 0.82 (6H, t, J = 
7. 3 Hz) 1,17 (3H, t, J = 7. 3 Hz) 1.3 1 
-1.50 (4H, m) 2.36 (3H, s) 2.38- 
2.5 4 (2H, m) 2.5 6 -2.6 4 (2H, m) 2. 
77 (IH, dd, J = 13.5&6.3Hz) 2.94- 
30 3.0 3 (3H, m) 3.5 1 ( 1 H, d d, J = 8. 6 
&6.3HZ) 4,0 4 (2H, q, J =7. 3 Hz) 4.2 
1 (2H, t, J = 6.6Hz) 6.79 (2H, d, J 
= 8. 9 Hz) 7.0 8 (2H, d, J = 8. 9 Hz) 7.3 
8-7.46 (3H, m) 7.9 -7.9 9 7 (2H, 
m) 

FAB-MS m/z;47 9 (M++1) 

IR (neat, cm-^) 2 9 5 9, 1 7 2 8, 1 64 1, 

161 2, 158 3, 1554, 1512 

[0 0 6 5] mmmi 3 

40 (s) -3- {4- [2- (5-;?<5';V-2-7xx;!/ 
-4-:t^1t\/U;W Xh^->] :7xX;W -2-n- 

mMmwd^vc^m (o.6i6g) t^^mm^niw^ 

\Z^W^X. TEtt)K**-r'5SE>ft'&% (0.3 9 7 
g) Sr^^p 

^HNMR (NaOD/D20, ppm) 0.5 7 (3H. 
t, J = 7. 3 Hz) 1.12-1.22 (2H, m) 1. 
81 (3H, s) 2.0 8-2.3 2 (2H, m) 2.5 
7-2.81 (3H, m) 3.14 (IH, t, J=6. 
50 9Hz) 3.89 (2H, Br.) 6.57 (2H, d, J 
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= 8. 3 Hz) 6,94-7.03 (5H, m) 7.56- 

7.5 9 (2H, m) 

FAB-MS m/2;40 9 (M++1) 

IR (KBr. cm O 3 4 3 3, 1 6 3 6, 1 6 1 

2, 158 0, 1514 

[0 0 6 6] mmmi4 

(s) -2->?-n-:/ntf;l/T^/-3- {4- [2 
- (5-;<^;i/-2-:7x-;l/-4-:t^1J-yU;W X 

^mmi 2(Dit'^!^ (0. 3 8 2g) *>e>IIJSfi»l7i:NS 
(CiSaUT. TfB14JR*WT-5^Sa^K^«& (0.3 3 0 
g) S:#^o 

^HNMR (CD30D, ppm) 0.9 0 (6H. t, J 

= 7. 6 Hz) 1.5 4- 1.8 0 (4H, m) 2.38 
(3H. s) 2.85-3.16 (7H, m) 3.93 
(IH. t. J = 6. 3 Hz) 4.2 3 (2H, t, J = 

6.3Hz) 6.89 (2H, d, J = 8.9Hz) 7.2 7 
(2H, d. J = 8.9Hz) 7.4 3-7.5 0 (3H, 

m) 7. 94-7. 9 9 (2H, m) 

FAB-MS m/z;45 1 (M++1) 20 
IR (KBr, cm-i) 353 9. 163 5, 161 
2, 155 4, 1512 

[0 0 6 7] mmmi 5 

(s) -2-n-y^;i/T^>/-3- {4- [2- (5 
-;?t5";V-2-:7x-;l/-4-:t4^-9-yUjW Xh^ 

:7xx;i/} yDtf:t>Kx^;i/xxT-;^(Ofiig 

SIJS«aj 2 <^)ifc'&t? (2.15 4g) tB^i\:n-:/^)Vt 

it^m ( 1 . 3 8 4g) iimMm 1 6 (o^c^m (o . 5 5 

6g) *#^o 5^? 
^HNMR (CDCh. ppm) 0.8 7 (3H, t. J = 
7. 3 Hz) 1.16 (3H, t. J = 7. 3 Hz) 1.2 3 
-1.47 (4H, m) 2.37 (3H, s) 2.40- 

2.6 1 (2H, m) 2.8 0-2.9 2 (2H. m) 2. 
9 7 (2H, t, J = 6. 6 Hz) 3.4 3 (IH. t, 
J = 6.9Hz) 4.08 (2H, q, J = 7.3Hz) 4. 
2 1 (2H, t, J = 6. 6 Hz) 6.8 1 (2H, d. 
J = 8.6Hz) 7.07 (2H, d, J=8.6Hz) 7. 
38-7.46 (3H, m) 7.95-7.99 (2H, 

m) 40 
FAB-MS m/z;45 1 (M + +1) 
IR (neat, cm O 295 8, 173 2, 164 1, 
161 2, 158 3, 155 4, 1512 

[0 0 6 8] msmi 6 

(s) -2-v-n-:/^;i/T^y-3- {4- [2- 

(5-j?t^;v-2-:7xx;i^-4-:t=^^ityu;W xh 
:7xx;W yutr:t>Kx^;pxxT-;i/(DSig 

^HNMR (CDCh, ppm) 0.8 7 (6H, t, J= 50 
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7. 3 Hz) 1.16 (3H, t, J = 7. 3 Hz) 1.18 
-1.45 (8H, m) 2.36 (3H, s) 2.39- 
2.4 9 (2H, m) 2,5 9-2.6 9 (2H, m) 2. 
76 (2H, dd, J = 1 2. 5&6. 3Hz) 2,94- 
3.03 (3H, m) 3,50 (IH, dd, J = 9.0 
&6. 3 Hz) 3.97-4.16 (2 H, m) 4.21 

(2H, t, J = 6. 6 Hz) 6.7 9 (2H, d, J = 

8. 6 Hz) 7.0 8 (2H, d, J = 8. 6 Hz) 7.3 7 
-7.46 (3H, m) 7.9 5-7.99 (2H, m) 
FAB-MS m/z ; 5 0 6 (M++1) 

IR (neat, cmO 172 8, 164 1, 1612 

[0 0 6 9] mMmii 

(s) -2-n->^5';i/T^y-3- {4- [2- (5 

-^5";i/-2-7xx;i/-4-:t4^itv^u;W x,v^ 

^mmi^<Dit^m (i.3 5 6g) t^^^mmitnm 
(omrr^. Tiatt«**r-5affi^b^4» d, 1 3 8g) 

^HNMR (NaOD/DaO, ppm) 0.5 8 (3H, 
t, J = 7. 6 Hz) 0.8 8 -0.9 9 (2H, m) 1. 
0 2-1.16 (2H. m) 1.89 (3H, s) 2.0 
9-2.33 (2H, m) 2.5 7 - 2.9 4 (4H, 
m) 3.14 (IH, t, J =6. 9 Hz) 3,9 7 (2 
H, Br.) 6.63 (2H, d, J = 8 . 3 Hz) 7.0 
0 (2H, d, J = 8.3Hz) 7.08-7.10 (3 
H, m) 7.6 0-7.6 3 ( 2 H, m) 
FAB-MS m/z; 42 3 (M + +1) 
IR (KBr, cm-i) 3 4 8 9, 1 6 3 6, 1 6 1 
2, 1 5 8 5, 1 5^5 6, 1514 

[0 0 7 0] %mm\ 8 

(s) -2-S^-n-y^;i^7^y-3- 14- [2- 
(5-;?C5^;l/-2-7xx;l/-4-:t+lJ-^/U;W Xh 

mMmi 6(Di\:^m (o. 54 ig) a^^mmm? tmm 

<Dmmx. TEttJKSWf -S^IB^t^tf (0. 5 1 Og) 

iHNMR (CDCh, ppm) 0.88 (6H, t, J = 
7. 6 Hz) 1.18-1.38 (4H, m) 1.48-1. 
6 3 (4H, m) 2.3 7 (3H, s) 2.5 9-2.7 
0 (2H, m) 2.8 6-2.9 9 (5H. m) 3,6 2 
(IH, dd, J = 1 5. 6&4. 6Hz) 3.88 (1 
H, dd, J = 8.9&4.6Hz) 4.2 2 (2H. t, 
J = 6. 6 Hz) 6.8 5 (2H. d. J = 8. 6 Hz) 7. 
19 (2H, d, J = 8.6Hz) 7.3 9-7.4 7 (3 
H, m) 7.9 5-7.9 9 (2H, m) 
FAB-MS m/z ; 4 7 9 (M++ 1) 
IR (KBr, cm-0 345 8, 163 6, 161 
2, 1554, 1512 

[0 0 7 1] ^mmi 9 

(s) -2— fyy5';i/7^y-3- {4- [2- (5 



« 



* 
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-^^;P-2-:7xr:;i/-4-:t4^-y"\/U;W x,V^ 
mmm2<D^^m (i.0 7 7g) cta'^fb'^v:/?^;!.^ 
-^^^ (0.3 1 6g) ^n^o 

^HNMR (CDCh, ppm) 0.8 5 (3H, d. J = 
7. 6 Hz) 0.8 7 (3H, d, J = 8. 9 Hz) 1.16 
(3H, t, J = 7.3Hz) 1.59-1.71 (IH, 
m) 2.2 4 (IH, dd. J = 1 0 . 9 & 6 . 3 Hz) 

2.35 (IH. dd, J = 10.9&6.3Hz) 2.3 10 
7 (3H, s) 2.80-2.91 (2H, m) 2.97 

(2H, t. J = 6. 9 Hz) 3.4 0 (IH. t, J = 
6.9Hz) 4.09 (2H, q. J = 7.3Hz) 4.2 2 

(2H. t, J = 6. 9 Hz) 6.8 1 {2H, d, J = 
8.6Hz) 7.0 8 (2H, d, J = 8.6Hz) 7.38 
-7.46 (3H, m) 7.9 6-7.9 9 (2H, m) 
FAB-MS m/2;45 1 (M++1) 
IR (CHCU. cmO 3 0 2 0, 1 7 3 2. 1 6 3 
9. 1 6 1 2. 1 5 83, 1 5 54, 1 5 1 2 ^ 

[0 0 7 2] mmm2 0 20 

(s) -2-^v:/5';i/7^y-3- {4- [2- (5 
-^^;^-2-:7xn;i/-4-:t^it\/u;W xh+ 

mmmi^cDit^m (o.2 9 8g) t^^mMmitnm. 

OffiST. TtattH^S^-r-S^E^fc^tl (0.2 6 0g) 

^HNMR (NaOD/D20, ppm) 0.5 7 (6H, 
d, J = 6. 6 Hz) 1.4 2- 1.5 2 (IH, m) 1. 
88 (3H, s) 1.98-2.14 (2H, m) 2.6 
2-2.82 (4 H, m) 3.11 ( 1 H, t , J = 6 . 30 
3Hz) 3.97 (2H, Br.) 6.6 3 (2H, d, J 
= 8. 3 Hz) 6.9 9 (2H. d, J = 8. 3 Hz) 7.0 
8-7,10 (3H, m) 7.61 (2H, d, J = 6. 
3 Hz) 

FAB-MS m/z;42 3 (M + +1) 

IR (KBr, cm O 348 9, 163 6, 161 

2. 158 5. 155 6. 1514 

[0 0 7 3] ^mm2\ 

is) -3- {4- [2- (5-pt5";i'-2-:7xx;i/ 
-4-:t^l^yu;W xh^>-] :7xx;H -2-n- 40 

mmm20{t'^m (2. 1 5 4g) i:3^1tn-^>^)V 

it'^m (1. 7 5 4g) iimmm2 2(oit^m (o. 53 

5g) ^n^o 

^HNMR (CDCh, ppm) 0.8 6 (3H, t, J = 
6.9 Hz) 1.15 (3H. t, J = 7. 3 Hz) 1.2 1 
-1.31 (4H, m) 1.3 3- 1.5 4 (2H, m) 

2.36 (3H, s) 2.4 0-2.6 0 (2H, m) 2. 
80-2.92 (2H, m) 2.96 (2H, t, J= 50 
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6. 6 Hz) 3.4 4 (IH, t, J = 6. 9 Hz) 4.0 8 
(2H, a, J = 7.3Hz) 4.21 (2H, t, J = 

6. 6 Hz) 6.8 1 (2H, d. J = 8. 3 Hz) 7.0 7 
(2H, d, J = 8.3Hz) 7.3 8-7.4 6 (3H, 

m) 7.9 7-7.9 9 (2H, m) 
FAB-MS m/z ; 4 6 5 (M++ 1) 
IR (neat, cm O 295 4, 1731, 1641, 
161 2, 158 3, 1554. 1512 
[0 0 7 4] mMM2 2 

(s) -2-v-n-^>5^Jl^X5";i/T^/-3- {4 

- [2- (5->^5^;i.-2-7xx;i.-4-:t+ityU 

M xh^z^l :7xx;H tf:t>Kx9^;i/XX7^;p 

^HNMR (CDCh, ppm) 0.84-0.9 4 (6H, 
m) 1.14-1.4 7 (15H. m) 2.3 7 (3H, 
s) 2.31-2.48 (2H, m) 2.58-2.80 
(3H, m) 2.9 3 - 3.0 2 (3H, m) 3.50 
(IH, dd, J = 8.6&6.3Hz) 3.97-4.1 
5 (2H, m) 4.2 1 (2H, t, J = 6.6Hz) 6. 
79 (2H. d, J = 8.3Hz) 7.09 (2H, d, 
J = 8.3Hz) 7.38-7.46 (3H, m) 7.95 
-7.99 ( 2 H, m) 
FAB-MS m/z; 5 3 5 (M++1) 
IR (neat, cm-0 2956, 1728, 1641. 
161 2, 158 3, 155 4. 1512 
[0 0 7 5] ^mM2 3 

(s) -3- {4- [2- (5->C5^;V-2-7xx;l/ 
-4-:t^^W)V) Xh^^^v] >^xX;H -2-n- 

mmm2i(D^t^m (i.0 4 3g) *^^mmm7 tmm 
(Dfskm^. rm^^^mr^mmt^^ (o,8 2og) 

^HNMR (NaOD/DaO. ppm) 0.4 5 (3H. 
t, J = 7. 3 Hz) 0.70-0.81 (4H, m) 0. 
9 5-1.15 (2H, m) 1.88 (3H, s) 1.9 
2-2.20 (2H, m) 2.5 0 -2.7 0 (3H, 
m) 2.85-2.95 (IH, m) 3.11 (IH. b 
r.) 3.92 (2H, br.) 6.58 (2H, d, J = 

7. 9 Hz) 6.9 8 (2H, d, J = 8. 3 Hz) 7.0 3 
-7.06 (3H, m) 7.63 (2H. d. J = 6. 9 
Hz) 

FAB-MS m/z; 43 7 (M++1) 

IR (KBr, cm M 3 5 3 5. 1 6 3 6, 1 6 1 

2. 158 3. 1514 

[0 0 7 6] mMm2 4 

(s) -2-v-n-'^>5";i/7^y-3- {4- [2 

- (5-;<5";l/-2-7xX;l/-4-:t^-tJ-^/U;W X 
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mmm2 2(D\t^m (o.soeg) fi-^^mmmi t,m^ 

\z9m\^X. TE14«&Wr^*Eik'&«I (0.316 

g) *#^o 

^HNMR (CDCh, ppm) 0.86 (6H, t, J = 
6.9Hz) 1.12-1.35 (8H, m) 1.48-1. 

6 5 (4H, m) 2.3 8 (3H. s) 2.5 5-2.7 
0 (2H, m) 2.8 0 - 3.0 3 (5H, m) 3.61 
-3.69 (IH, m) 3.88 (IH, dd, J=9. 
6&4.6HZ) 4.22 (2H, t, J=6.6Hz) 6. 

8 5 (2H, d, J = 8. 6 Hz) 7.18 (2H, d, 10 

J = 8.6Hz) 7.39-7.47 (3H, m) 7.94 

-7. 9 9 (2H, m) 

FAB-MS m/z;5 0 7 (M++1) 

IR (KBr, cm O 3 4 0 0, 1 6 3 7, 1 6 1 

2, 1554, 1512 

[0 0 7 7] %mm2 5 

(s) -2-^>i?;UT^y-3- {4- [2- (5- 

^mm2(D^^m (1. 0 7 7g) t^\t^yi^)Vt,ti^ib 20 

m (0.4 2 8g) tmMm2 ^Oit^m (O. 6 8 8g) 

^HNMR (CDCh, ppm) 1.18 (3H, t, J = 
7.3Hz) 2.37 (3H, s) 2.89 (2H, d, J 
= 6. 9 Hz) 2.9 7 (2H, t, J = 6. 6 Hz) 3.4 

7 (IH, t, J = 6. 9 Hz) 3.6 2 ( 1 H. d, J 
= 13. 2 Hz) 3.8 1 (IH, d, J = 13.2Hz) 
4.10 (2H, q. J = 7.3Hz) 4.2 2 (2H. 

t, J = 6.6Hz) 6.81 (2H, d, J = 8.6H 30 
Z) 7.06 (2H, d, J = 8.6Hz) 7.18-7.3 
7 (5H, m) 7.3 9- 7.4 6 (3H, m) 7.96 
-7.99 (2H, m) 
FAB-MS m/z:48 5 (M++1) 
IR (CHCh. cm-i) 2 9 54, 1 7 3 0, 1 64 
1, 161 2, 158 3, 155 4, 1512 

[0 0 7 8] ^mm2Q 

(s) -2->?^>>?;i/T5y-3- {4- [2- (5 

-;<^;^-2-:7xxji/--4-?r^r-y-!/u;w xh+ 
:7xx;w :/Ptr:t>»xg^j^xx5^JK:oSje 40 

iHNMR (CDCh, ppm) 1.2 9 (3H, t, J = 
7. 3 Hz) 2.3 8 (3H, s) 2.8 6-3.0 8 (4 
H, m) 3.52-3.61 (3H, m) 3.95 (2 
H, d, J = 13,9Hz) 4.0 8-4.2 9 (4H, 
m) 6.7 6 (2H, d, J = 8 . 6 Hz) 6.9 1 (2 
H, d, J = 8. 6 Hz) 7.15-7.30 (lOH, 
m) 7.36-7.64 (3H, m) 7.94-8.02 
(2H, m) 50 
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FAB -MS m/z ; 5 7 5 (M + + 1) 

IR (CHCh, cmO 2 9 54. 1 7 2 6, 1 64 

1, 161 2, 158 3, 155 4, 1512 

[0 0 7 9] %mm2 7 

(s) -2-'^>>?;l/T^y-3- {4- [2- (5- 

>^^;i/-2-:7xx;i.-4-:t+i?-i/u;W xh^v'] 

mmm2 5(Dit^^ (0.4 1 6g) ii^?>mmm7 tmm 

Ti2tt«*>irr^ai2{b^tj (o. 2 9 4 

g) S:#^o 

^HNMR (NaOD/D2 0, ppm) 1.7 5 (3H, 
s) 2.40-2.63 (3H, m) 2.80-2.95 
(IH, m) 3.0 2-3.2 2 (2H, m) 3.3 6- 
3.3 9 (IH, m) 3.8 2 (2H, m) 6.4 5-6. 
7 3 (2H, m) 6.7 0-7.0 0 (lOH, m) 7. 
5 0-7.6 3 (2H, m) 
FAB-MS m/z:45 7 (M++1) 
IR (KBr, cm O 353 5. 161 6, 155 
4, 15 14 

[0 0 8 0] mmM2 8 

(s) -2->?^>v?;UT^y-3- {4- [2- (5 
-^^)V-2-y:L-)V~4~:t^^V^J)V) Xh4^ 

:7xx;p} :/Dfcf:t>KcD»jg 

mmm2 eoit^^ (o. 6 5 og) ^^^mm&\7 tmm 
\zmmvx. TiBtt«swr'5aEifc'&«5 (0.534 

g) «:#^o 

^HNMR (CDCI3. ppm) 2.3 9 (3H, s) 2.9 

3- 3.03 (3H, m) 3.25 (IH, dd, J = l 
4.2&5.9HZ) 3.6 6-3.7 3 (5H, m) 4.2 
4 (2H, t, J=6.6Hz) 6.83 (2H, d, J 
= 8, 6 Hz) 7.0 5 (2H. d, J = 8. 6 Hz) 7.1 
6-7.34 (10 H, m) 7.34-7.46 (3H, 
m) 7. 9 6-8. 0 0 (2H, m) 

FAB-MS m/z ; 54 7 (M++1) 

IR (KBr, 3 4 3 3, 1 6 4 1, 1 6 1 

2, 155 4, 1514 

[0 0 8 1] mmm2 9 

(s) -2-i^^5";l/T5y-3- {4- [2- (5- 

>(5';i/-2-:7xx;i/-4-:t=^^i}-i/u;W xh^^i^] 

nmm2<D{t'^m (0.8 6 1g) StTHF (2 0ml) ItZ 
SjS^U ^)U^V> (10ml) . hUx?;i/T^> 

(0.4 0 4g), I (0. bg) 

^> *a3kg/cm2a)*^m8STTS«!fia7C*ff5o 

mr^mmit^m (o.3 4 4g) $»^o 

*HNMR (CDCI3, ppm) 1.15 (3H, t, J = 
7.3Hz) 2.37 (3H, s) 2.38 (6H, s) 
2.85 (IH, dd, J = 1 3. 5&5. 9Hz) 2,9 

4- 3.02 (3H. m) 3.34 (IH, d d. J = 
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9.6&5.6HZ) 4.06 (2H, q, J=7.3Hz) 
4.2 1 (2H. t, J = 6.6Hz) 6.80 (2H, 
d, J = 8.6Hz) 7.08 (2H, d, J = 8.6H 
z) 7.39-7.44 (3H, m) 7.96-7.99 
(2H, m) 

FAB-MS m/z;42 3 (M + +1) 
IR (CHCh, cm-i) 2 9 3 5, 1 7 2 6, 1 6 4 
1, 161 2, 158 3, 155 4, 1512 
[0 0 8 2] IIJ6«ai3 0 

(s) -2-i^^5^;^T^y-3- {4- [2- (5- 10 

^sfi«2 9<o{b^4& (o.2 9og) i)^^%mmiiinu 

OiaST. TIB14ttS:»-r^^lBlb^iKl (0. 2 1 4g) 

^HNMR (NaOD/D20, ppm) 1.9 7 (3H, 

s) 2.24 (6H, s) 2.5 9 - 2.7 8 (4H, 

m) 3.04-3.10 (IH, m) 4.0 6 (2H, b 

r.) 6.71 (2H. d. J = 8.6Hz) 7.03 (2 

H, d, J = 8. 6 Hz) 7.2 1-7.2 6 (3H, m) 20 

7.61-7.67 (2H, m) 

FAB-MS m/z : 3 9 5 (M++1) 

IR (KBr, cm O 3 0 0 6, 1 6 1 4, 1 5 5 

4, 15 12 

[0 0 8 3] immz 1 

(s) -2-T^y-3- {4- [2- (5-;?<^;i/- 
2-7xZi;l'-4-:t^itV^U;W Xh:^^v] 7xX 

%1^m2<D\>C^m (1.7 3g) <DX5^y-;i/ (3 0ml) 
SJg^{ClM-*^{t;:^hU'i7A^S^ (1 2ml) ^JP;t^ 30 

mr^i^mn^. k/i5sks*?ji omiSTSiBgu mt 

(C3%:ffiKS:JPAPH^4-5{CPfif itC^^^ 

^«iafb^^ (1. 1 3g) <&#^o 

^HNMR (NaOD-D20, ppm) 1.8 5 (3H, 
s) 2.38-2.60 (3H, m) 2.75-2.85 
(IH, m) 3.20-3.30 (IH, m) 3.82- 
3.93 (2H. m) 6.55 (2H, d, J = 8.3H 
z) 6.9 0 (2H, d, J = 8. 3 Hz) 7.0 6-7.0 
9 (3H, m) 7.54-7.5 7 (2H. m) 40 
FAB-MS m/z; 3 6 7 (M++1) 
IR (KBr, cm-i) 345 0. 160 0. 1554 

[0 0 8 4] wsmz 2 

2- t -yh:^^$x*;i/3}^x;i/T5y-3- {4- [2- 
(5-x5";i.-2-t!U>?;w xh:*^>-] :7xx;n ^ 
o fc!:t>Kx5^;Pxx5^;i/©Siifi 

DL-Boc5^Dv'>X?;PXX-r;P (3. Og) . hU 

7xx;i/*;^7-<> (2.5 4g) . 2- (5-x5^;i/- 
2-bru>?» x^^y-;!/ (i.46g) othf (40 
ml) SJKfcJk?&fl:7y>^*;i/3p>lt>?<y:/Dtr;i. so 
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(i.9 6g) ^£?KTL, SiatcT mmi^-r^o s^sise 

-^+1t>-BKx^;UT®mbT> Tlfltt^^W-T'S 
SEIb^ife (1.0 7 5g) 

^HNMR (CDCh, ppm) 1.2 0- 1.2 8 (6H, 
m) 1.41 (9H, s) 2.64 (2H, q, J = 7. 
6 Hz) 3.0 0-3.0 7 (2H, m) 3.22 (2H. 
t, J = 6.6Hz) 4.15 (2H. q. J = 6.9H 
Z) 4.31 (2H, t, J = 6.6Hz) 4.48-4.5 
0 (IH, m) 4.94-4.98 (IH, m) 6.82 

(2H. d, J = 8.6Hz) 7.02 (2H, d, J = 
8.6Hz) 7.18 (IH, d, J = 7.9Hz) 7.45 

(IH. dd. J = 7.9&2.3Hz) 8.39 (IH, 
d, J = 2.3Hz) 
E I -MSm/z ; 44 2 (M+), 
IR (neat, cmO 344 2. 171 7, 1612 

[0 0 8 5] %mmz^ 

3- {4- [2- (5-X9";l/-2-tfU>?;W Xh^ 

iy\ :7xx;i/} -2- (2. 2. 2-Y^yv)\/ituy^L 
^;P7^y) :/Pt;:t>Kx5';i/xxT-;K7)^ 

*Jfi« 3 2 OYb-^** (0.5 9g) \ZY^)V}\^i^nmSi 

(8 ml) <£ttix.^iaT2i^ra»g-r^o K^^WL^mm 

U mk\zmc:^'i'Vy (2 0ml) . hUx?jl'T^> 
(0.4 3g) > «l7khU7;l/:tP»K (0. 3 3 5g) €: 

(5 0ml) ^tti^. mx^mim^v^y^OKi^ 

Wmmt^. SjfiSaitlr>?-f v:/ptf;i'X-7^;i/ 

m (0. 4 4g) Sr#^« 

^HNMR (CDCh, ppm) 1.22-1.3 1 (6H, 
m) 2.6 3 (2H, q, J = 7 . 6 Hz) 3.0 7-3. 
0 (2H, m) 3.2 2 (2H. t. J = 6.6Hz) 4. 
23 (2H, q, J = 6.9Hz) 4.32 (2H, t, 
J = 6.6Hz) 4.76-4.83 (IH, m) 6.75 

(IH. d, J = 6.9Hz) 6.83 (2H. d, J = 
8.6Hz) 6.9 6 (2H, d. J = 8.6Hz) 7.19 

(IH, d, J = 7. 9 Hz) 7.4 6 (IH. d d. J 
= 7.9&2.3Hz) 8.39 (IH, d, J = 2.3H 
Z) 

E I -MS m/z : 4 3 8 (M+) 
IR (KBr, cm O 3 2 8 2, 1 7 4 5, 1 7 0 
9, 16 12 
[0 0 8 6] "^m^ZA 
2-7±^)V7^/-3- {4- [2- 
2-7xX;^-4-::j-:^'y-\/U;W Xh^S^] :7xX 

M 7'ntr:t>Kx9^;i/xx5^;KDfiig 

mmWlOit'^m (O. 5 4g) <Dz^:t^^> (l OmO 
figfiSejC4N-HC 1 -z^:t^D'>mm (5ml) ^Jn^^ 



« 
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lx> (1 5ml) . hUX?;i^7^> (0. 2 4g) . 

»K (0. 1 3g) &m^i Ammmmzxmw-r^o r 

i5^mzm\::^^v> (5 0ml) Srjp^, ^mm> saw^ 

ymm^^^^^m&^^m (o.4og) s#^o 

^HNMR (CDCh, ppm) 1.2 5 (3H, t. J = 
7.3Hz) 1.92 (3H, s) 2.38 (3H, s) 
2.97 (2H, t, J = 6.6Hz) 3.04-3.07 10 

(2H. m) 4.17 (2H, q, J = 7.3Hz) 4.2 
2 (2H. t, J==6.6Hz) 4.77-4.84 (1 
H, m) 5.8 8 (IH, d, J = 7. 9 Hz) 6.8 2 

(2H. d, J = 8.6Hz) 6.99 (2H. d. J = 
8.6Hz) 7.36-7.47 (3H, m) 7.96-7. 
9 9 (2H. m) 

E I -MS m/z : 4 3 6 (M+) 

IR (KBr, cm-i) 3 3 1 7, 1 7 3 4. 1 6 4 

5, 161 0, 157 9, 1531 

[0 0 8 7] mMm^ 5 20 
3- {4- [2- (5-;?^^;i/-2-:7x-;P-4-:t 
^iJ-VU;!/) Xh^v] y:c-)V] 2- (2, 2, 2- 

hU7;i/:tn7irg^;pT^y) :/Dtf:t>»xg^;i.xx 

^mmi(oi\:.^m (o.9 9g) \zhny)v^umk (i 

Oml) &J0^^mT2^Pfl#@f SiS^^aaSL, 
SjilC:fi^b^5FW> (1 5 ml) . hUX^;i/T^> 
(0.4 4g) . ^*hU:7;l/:tng^K (0. 5 0 4g) S 

jii;t2^MsmtT8i*^-r'&« KjS«fcia^bp<5^i/'> 
(5 0ffli) ^m^. ^mm,. m^^mi^m^v^)^h.ii^ so 

jiiffii£H-r^o ii«sas(ci^'fv:/oe;px-x;v 

(0. 6 3g) *#^o 
^HNMR (CDC13, ppm) 1.2 8 (3H, t, J = 
7.3Hz) 2.37 (3H. s) 2.97 (2H, t. J 
= 6. 6 Hz) 3.07-3.20 (2H, m) 4.18- 
4.26 (4H. m) 4.7 9 (IH. d d. J = 12. 
9&5.3HZ) 6.73 ( 1 H, d. J = 7.3Hz) 6. 
82 (2H, d, J = 8.6Hz) 6,9 7 (2H, d, 40 
J = 8.6Hz) 7.39-7.45 (3H, m) 7.95 
-7.99 (2H, m) 
E I -MSm/z ; 4 9 0 (M+) 
IR (KBr. cm O 330 0, 174 0, 170 
3, 164 7, 161 0. 155 0. 1512 

[0 0 8 8] ^mmz 6 

2-^yV^)V7^J-2- {4- [2- {b-^^)V 

-2-:7xx;i/-4-?r4^ityu;W xh:i^->] :7xx 

«Jfifia|l<Z)fl:^«J (0. 7 Og) *^6tl*hU7;W:roB 50 
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nm(o^i^xyumii^m^^m,mt^m (o.4og) 

^HNMR (CDCls, ppm) 1.2 8 (3H, t, J = 
7.3Hz) 2.37 (3H, s) 2.97 (2H, t, J 
= 6. 6 Hz) 3.12-3.26 (2H, m) 4.17- 
4.2 5 (4H, m) 4.9 8-5.0 5 ( 1 H, m) 6. 
57 (IH, d, J = 7.3Hz) 6.82 (2H, d, 
J = 8. 6 Hz) 7.0 2 (2H, d, J = 8 . 6 Hz) 7. 
38-7.53 (6H, m) 7.64-7.74 (2H. 
m) 7.9 5-7.9 9 (2H. m) 
E I -MS m/z ; 4 9 8 (M+) 
IR (KBr. cm-i) 3 2 8 6. 1 7 3 2, 1 6 3 

6. 161 2, 157 9, 154 1. 1514 

[0 0 8 9] mmm^i 

2- {2-i;U)Vy^^)V7^J) -3- {4- [2- 
(5-;?<5^;i/-2-:7xx;i/-4-:t+lJ-V^U;W Xh 

^i^^ 7xx;n :/Dtf:t>Kx5^;pxx7^;P0»ie 

*Jfi« lOlfc'&ife (0.6 2g) *>S«l7KhU:7;V:tDft 

tra«(^)*«-eTIBtt4^&*T§«Efb^4a (0.4 8 
g) Sr#^o 

iHNMR (CDCls. ppm) 1.2 5 (3H. t. J = 
7.3Hz) 2.37 (3H, s) 2.97 (2H, t, J 
= 6. 6 Hz) 3,0 3-3.15 (2H, m) 4.01(2H, 
s)4. 1 8 (2H, q, J = 7 . 3 Hz) 4.2 2 (2H, 
t, J = 6.6Hz) 4.76-4.83 (IH. m) 6. 
83 (2H, d, J = 8.6Hz) 6.90 ( 1 H, d, 
J = 10.0Hz) 7.0 2 (2H. d, J = 8. 6 Hz) 
7.39-7.47 (3H, m) 7.96-7.99 (2 
H. m) 

EI -MS m/z; 4 7 0 (M + ) 
IR (KBr, cm O 3 3 8 7. 1 7 3 4. 1 6 5 
5. 161 6, 153 9, 1512 
[0 0 9 0] ^Sgfi^3 8 

2- {A-i;uu^>'/^ )V) T^y-3- {4- [2 

h*->] >'xx;i.} :/Dtf:t>Kx9^;pxx7";i/0!>fi3g 

mmmio^^-^m (0,81g) 3&>61l*hU:7;i/:tnfi^ 

Jfi«l3 5 tl^^cD^MiTTEtttR&Wr^SE^b'&iteJ 

(0. 7 6g) 

^HNMR (CDCls, ppm) 1.28 (3H, t. J = 

7. 3 Hz) 2.3 7 (3H, s) 2.9 7 (2H, t. J 
= 6. 6 Hz) 3.11-3.25 (2H. m) 4.17- 
4.25 (4H, m) 4.9 5-5.0 2 (IH. m) 6. 
52 (IH, d, J = 7.6Hz) 6.82 (2H, d, 
J = 8. 6 Hz) 7.0 1 (2H, d, J = 8. 6 Hz) 7. 
36-7.47 (5H, m) 7.63-7.68 (2H, 
m) 7. 9 4-7. 9 9 (2H. m) 
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E I -MS m/z ; 5 3 2 (M+) 

IR (KBr, cm O 328 2, 172 8, 163 

6, 1 6 1 2, 1 544, 1 5 1 4 

[0 0 9 1] mmms 9 

(s) -3- {4- [2- (5-:A^)V-2-yx,=:)V 
-4-:t^D-V^JJV) Xh+->] :7x-;i/) -2- (4 

mmmioit^m (0.81g) f)^?>Myi^hVy)i^:tum 

(0. 6 Og) ^n^o 
^HNMR (CDCIs. ppm) 1.3 1 (3H, t, J = 
7.3Hz) 2.37 (3H, s) 2.9 7 (2H, t, J 
= 6.6Hz) 3.13-3.29 (2H, m) 4.14- 
4.2 8 (4H, m) 4.9 7-5.0 4 (IH, m) 6. 
64 (IH, d, J = 7.6Hz) 6.82 (2H, d, 
J = 8.6Hz) 7.01 (2H. d, J=8.6Hz) 7. 
3 6- 7.4 7 (3H. m) 7.8 7 (2H, d. J = 
8.9Hz) 7.93-7.99 (2 H, m) 8.25-8. 20 
3 1 (2H, m) 

E I -MSm/z ; 5 4 3 (M+) 

IR (KBr. 3 4 2 3, 1 7 3 4, 1 6 4 

1, 1601, 1525 

[0 0 9 2] m&m4o 

(s) -2- (4-y)V:tU^>'/^)V) T^/-3- 
{4- [2- (5-;<9^;i/-2-:7xX;^-4-:t*U- 
V'JM Xh + v] :7xX;i/} T'Dtfrt^KX^^jPXX 

3 5 tnm(D^m^yumk^^^^md.\t^m 

(0.4 8g) S:#^o 
iRNMR (CDCh, ppm) 1.28 (3H, t, J = 
7.3Hz) 2.37 (3H, s) 2.9 7 (2H, t, J 
= 6. 6 Hz) 3.11-3.26 (2H, m) 4.17- 
4.2 5 (4H, m) 4.9 6-5.0 3 (IH, m) 6. 
48 (IH, d. J = 8.3Hz) 7.00-7.12 (4 
H, m) 7.37-7.46 (3H, m) 7.64-7.7 
6 (2H, m) =7.9 5-7.9 9 (2H, m) 40 
E I -MS m/z ; 5 1 6 (M+) 
IR (KBr, cm O 3 3 3 4, 1 7 2 6, 1 6 5 

7, 160 1, 152 5, 1512 

[0 0 9 3] mmmAi 

(s) -2-/J^;^^Jl/y^/-3- {4- [2- (5- 
;?t5^;i/-2-:7xX;l.-4-:t=t^D-l/U;W Xh^^^v'] 

:7xx;i/} yDtf:t>8x^;i/xxT-;i/CDSjg 

mmm i o^t-^m ( o . 8 6g) u^^mimm(ov^t> d \z 

¥liTTEtttt*W"rS«iS{b^4& (0. 5 6g) S» 50 
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^HNMR (CDCh, ppm) 1.26 (3H, t, J = 

7.3Hz) 2.37 (3H, s) 2.97 (2H, t, J 

= 6.6Hz) 3.02-3.15 (2H, m) 4.14- 

4.24 (4H, m) 4.8 6-4.9 3 ( 1 H, m) 6. 

00 (IH. d. J = 7.3Hz) 6.82 (2H, d, 

J = 8.6Hz) 7.01 (2H, d, J = 8.6Hz) 7. 

26-7.47 (3H, m) 7.95-7.99 (2H, 

m) 8.16 (IH, s) 

E I -MSm/z ; 4 2 2 (M+) 

IR (KBr, cm O 3 3 3 4, 1 7 2 6, 1 6 5 

7, 161 0, 158 1, 155 3. 1512 

[0 0 9 4] mmm42 

(s) -3- {4- [2- (5-pt^;i/-2-:7xx;i. 
-4-:t4^U-v^U;W xh^ix] :7xx;w -2-7^0 

mmmi(ok.^m (o.8 6g) *>e)«i*hu:7;i/:tPB^ 

5 tig«®^liTTIBtt«S:*-r^^iafb'&«i (0.6 
2g) £»-5o 

^HNMR (CDCh, ppm) 1.12 (3H, t, J = 
7. 6 Hz) 1.2 5 (3H, t, J = 7 . 3 Hz) 2.19 
(2H, q, J = 7.6Hz) 2.37 (3H, s) 2.9 

6 (2H, t, J = 6,6Hz) 3.01-3.12 (2 
H, m) 4.13-4.24 (4H, m) 4.78-4.8 

5 (IH, m) 5.8 5 ( 1 H, d, J = 7 . 6 Hz) 6. 
8 1 (2H, d, J = 8.6Hz) 6.9 9 (2H, d, 
J = 8.6Hz) 7.26-7.47 (3H, m) 7.96 
-7.99 (2H. m) 

E I -MSm/z ; 4 5 0 (M+) 

IR (KBr. cm O 3 4 1 1, 1 7 3 6, 1 6 4 

3, 16 10, 1535 

[0 0 9 5] mmmAz 

(s) -2-:f^ y^)vy^j-z- {a- [2- (5 
-^5^;i'-2-:7xx;i/-4-:t^u-V'u;W xh^ 
->] :7xx;n ':/*Dfc!:t>Kx^;pxx5^;K7>Sjg^Sfi 

WlO-fb^ife (0.8 6g) A^^«^*hU:7;l.:^-p»KC0 

JSTTiStt«&*-r^SIS<b^iK? (0.6 3g) S^^o 
^HNMR (CDCI3. ppm) 0.92 (3H, t, J = 
7.3Hz) 1.25 (3H. t, J = 6.9Hz) 1.56 
-1.70 (2H, m) 2.15 (2H, t, J = 7. 6 
Hz) 2.38 (3H, s) 2.97 (2H. t, J = 6. 

6 Hz) 3.03-3.12 (2H. m) 4.16 (2H, 
q, J = 6.9Hz) 4.22 (2H, t, J = 6.6H 
z) 4.7 9-4.8 6 (IH, m) 5.85 (IH, d, 
J = 13.8Hz) 6.81 (2H, d, J=8.6Hz) 
6.99 (2H. d. J=8.6Hz) 7.39-7.47 

(3H, m) 7.9 5-8.0 0 (2H, m) 
E I MS m/z ; 4 6 4 (M+) 
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IR (KBr, cm-0 3 3 3 0, 1 7 3 0, 1 6 4 
1, 161 0. 158 1, 153 9, 1512 

[0 0 9 6] ^mm^A 

(s) -2-;<^'>x;l/3f;z:;UT^y-3- {4- [2 

- (5-p^5";i/-2~:7xr:;L.-4-:t^1f\/U;W X 

*JS««J 1 co^k^^ (0.50g) d^e>«*i^Kof^t>Dtc 

o^n^Tiett^swr^siB^b^iKi (0. 1 9g) 

10 

^HNMR (CDCh, ppm) 1.28 (3H, t, J = 
6. 9 Hz) 2.3 8 (3H, s) 2.7 2 (3H. s) 
2.94-3,12 (4H, m) 4.17-4.25 (4 
H, m) 4.29-4.37 (IH. m) 4.77 (1 

H, d. J = 8.9Hz)6. 8 5 (2H, d, J = 8.6H 
z) 7,0 8 (2H, d, J = 8. 6 Hz) 7.3 7-7.4 
7 (3H. m) 7.9 6-8.0 0 (2H, m) 

E I -MS m/z ; 4 7 2 (M+) 

IR (KBr, cm O 3 3 3 0, 1 7 3 0, 1 6 4 

I, 161 0,158 1,153 9.1512 20 

[0 0 9 7] mmmA 5 

(s) -2-V^)y)V'tU^i^>7.)V^:=~)VT^J-Z 

- {4- [2- (5-;><5";i/-2-:7xX;i/-4-:t4^ 

•y-yu;p) xh4^i^] :7xx;w :/Dt!:t>Kx5";px 

mmmioit'^m (o,4 3g) ti^^9^imm,(Dj^t>y)\z 

(0. 1 Ig) SW-So 
iHNMR (DMSO-de, ppm) 1.0 1 (3H, t, 30 
J = 7.3Hz) 2.34 (3H, s) 2,79-3.14 

(6H, m) 4.17 (2H, t, J = 6. 6 Hz) 4.3 
9-4.48 (IH, m) 6.83 (2H, d, J=8, 
6 Hz) 7.17 (2H, d, J = 8 . 6 Hz) 7.4 7- 
7.5 3 (3H. m) 7.8 9-7.9 3 (2H, m) 8. 
14-8.18 (IH, m) 9.55 (IH. d, J = 
8 . 6 Hz) 

E I -MS m/z ; 5 2 6 (M+) 
IR (KBr, cm O 330 2. 170 5. 165 
0, 161 6. 1554, 1515 40 
[0 0 9 8] ^«aj4 6 

(s) -2 (1, 3-i^:j-+V-l. 3-i^b:KD-2 
—YV-f^FU^W -3- {4- [2- 
2-7aix;i/-4-:t=*^it\/U;0 Xh^S^] :7xX 

)V] yDtr:t>Kx^;i/xx5^;KZ)fiig 

mmm2(oit'^m (o.3 0 3g) (oaa^j-jv (lom 
1) mmzv^):^^)VT^y (o. i 4 2g) txh^^^v 

1^ 9 ^ H (0. 1 5 4g) Sftl;^. JPlKBi 

ssESBKx^;u-cafflrs« SjsaDSftau e^u* so 
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(0. 1 6 3g) &»-&o 
^HNMR (CDCh, ppm) 1.2 5 (3H, t, J = 
6,9Hz) 2.31 (3H. s) 2.90 (2H, t. J 
= 6. 6 Hz) 3.41-3.56 (2H, m) 4.13 

(2H, t, J = 6. 6 Hz) 4.2 4 (2H, q. J = 
6.9Hz) 5.08 (IH, dd. J = 7.2&5.9H 
z) 6.7 0 (2H. d. J = 8. 6 Hz) 7,0 4 (2 
H, d, J = 8. 6 Hz) 7.3 6-7.4 5 (3H, m) 
7.60-7.80 (4H, m) 7.93-7.97 (2 
H. m) 

E I -MS m/z ; 5 24 (M+) 

IR (CHCla, cmO 3 0 2 0. 1 7 8 0, 1 7 4 

0, 1716, 1515 

[0 0 9 9] mmm 4 7 tsm 5 2 (D^mm^comi^ 

W (s) -2- t -:/h+->;*;;P3p::i;i.7^y-3- 

{4- [2- (5-^g^;l/-2-:7xX;i/-4-:t^'9- 

\/u;W xh+i^] 7xx;i/} yDt!:t>Kx^;i/xx 

7-)^ (Mmm 1 -vn^ti^^^m) ( 1 . 4 8 2g) *x 

(2 0mi) iM*K^b:^hU^;AS 

m (4. 8ml) ^MX. SST3«fra8l*^f 
DMaU (1.2 7g) *#^« (Ms. 4 

6 6 (M +) . I R (KBr) 1 7 1 6 c m " ^ (b 
r.) ) 

±IB<^*;P3}^>K (1.2 2g) CDTHF (2 0ml) mm 

(ciN-yW Hn^>^nAi7K-f ^ H (0.3 0ig) . -J 

zy9U^^z^)Vfi)V^-J^%\^ (0.5 3 9g) SrJfllA. 

SW<?:-r^flJ14xXx;i^ (1.3 0g) ^%^o 
iHNMR (CDCIs, ppm) 1.41 (9H. s) 2.3 

7 (3H. s) 2.85 (4H, br.) 2,97 (2 
H. t, J = 7. 6 Hz) 3.11-3.26 (2H. m) 
4.22 (2H, t, J = 6,6Hz) 4,8 6 ( 1 H, b 
r.) 6.85 (2H, d, J = 8.6Hz) 7.18 (2 
H. d, J = 8. 6 Hz) 7.3 6-7.44 (3H, m) 
7.9 6-7.9 9 {2H, m) 

E I -MSm/z ; 5 6 3 (M+) 

IR (KBr, cm O 336 1, 173 8, 169 

0.1514 

[0 1 0 01 ^mm^ 7 

(s) -2- hU7;P:tn7-fe^;i^T^/-3- {4- 
[2- (5-^5";P-2-7xX;P-4-:t^1tVU 

SttXX5^;i/ (0. 6 5 Og) <D-J:^^^y (2 Oml) ^ 
SStC2 8%T>^XT* (0.3g) SlniA. ^ia7?4^ 

ram^-r^o Ri^m^wm^^. astc»Kx5^;i/i:*^ 

ST^o J^attSiifcv'i'y7'otf;i'X-7^;^S:Jn;^» 

BlU l£«LT7^ H^*: (0. 5 1 Ig. 7 9 96) 
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T^Y^ (0. 4 7 2g) \Z\>^)y)V:^umm (3m 

ail£HbfcS. m^t/^^Uy (lOml) tr^»b> 
X5";i.T^> (0.2 2 5g) . MAf^hUyjVrtuW^m, 

(0. 2 5 5g) ^m^^ui!2 Ammmwr^o nmm 

(0.3 2 2g) :£#^o 
^HNMR (DMSO-de, ppm) 2.49 (3H, s) 
2.94-3.21 (4H, m) 4.3 2 (2H, t, J 
= 6.6Hz) 4.54-4.63 (IH.m) 6.99 10 

(2H, d, J = 8.6Hz) 7.33 (2H, d, J = 
8.6Hz) 7.6 0 - 7.6 9 (3H. m) 7.83 (1 
H, s) 8.05-8,08 (2H, m) 9.66 (1 
H, d, J = 8. 3 Hz) 
E I -MSm/z : 4 6 1 (M+) 

IR (KBr, cm-i) 3 4 7 1. 3 2 9 0, 1 7 0 
3. 166 8, 161 6, 155 2, 1514 

[0 10 1] mMm4 8 

(s) -2, 2, 2- hU:7;P:tn-N- [2- {4- 
[2- (5-^g^;^-2-7x-;l/-4-:t+1}-\/U 20 

;W xh+s^] :7xr:;W -i - (tfDU^:^>- 1 

ffittxxT-;^ (0.6 3 4g) ii^iommw4 7 trnmitziy 
X. ytmvi^mr^mtiit^m (o.3 3g) ^m^. 

^HNMR (CDCls, ppin) 1.5 5- 1.8 0 (4H. 
m) 2.37 (3H, s) 2.59-2.67 (IH, 
m) 2.92-3.04 (4H, m) 3.28-3.53 

(3H, m) 4.2 2 (2H, t, J = 6. 9 Hz) 4.7 
7-4.85 (IH. m) 6.82 (2H, d, J = 8. 
6 Hz) 7. 0 7 (2 H, d, J = 8. 6 Hz) 7. 3 2 30 

(IH, d, J = 7. 6 Hz) 7.3 7-7.4 7 (3H, 
m) 7.9 5-7.9 9 (2H. m) 
E I -MSm/z ; 5 1 5 (M+) 

I R (KBr, , 329 0, 170 5, 167 

0, 1616, 1514 

CO 1 0 2] *JffiM4 9 

(s) -N-X5^;i/-3- {4- [2- (5->C5^;i/- 
2->'xx;i/-4-:t4^1}-yUJW Xh4^$^] 7xX 
M -2 - (2, 2, 2-hUyj]^:tUT±,^)VT^ 
y) 7^Ptf*>T^ H<7)tiig 40 
ffittXXx;^ (0.8 4 5g) 3O^e)^iS094 7 
T> TIBttJKSWrsaEft^'fe (0.5 1 6g) 

iHNMR (DMSO-de. ppm) 1.0 1 (3H, t, 
J = 7.3Hz) 2.34 (3H, s) 2.79-3.14 
(6H, m) 4.17 (2H, t, J = 6.6Hz) 4.3 
9-4.48 (IH. m) 6.82 (2H. d. J = 8. 
6 Hz) 7,17 (2H, d, J =8. 6 Hz) 7.4 7- 
7.53 (3H, m) 7.8 9-7.9 3 (2H. m) 8. 
14-8.18 (lH,m) 9.55 (IH, d, J= 50 
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8 . 6 Hz) 

E I -MSm/z ; 4 8 9 (M+) 

I R (KBr, , 330 2, 170 5, 165 

0, 161 6, 1554, 1515 

[0 10 3] mmms o 

(s) -N, N-z^X^JU-S- {4- [2- (5->C 

5^;i/-2-7xx;i/-4-:t4^i^yu;w xh:^^i/] y 

xX;W -2- (2, 2, 2-'V^)y)V^U7±^)VT 

^y) :/Dt;:t>T5 H<7)»ig 

eisxxx;!/ (o.8 4 5g) *^ii>mmmA7 tnmzi. 
T. Tiatt«*W"r^^iBib^^ (o.eoog) 

^HNMR (CDCh, ppm) 1.0 3 (3H, t. J = 
7. 3 Hz) 1.0 8 (3H, t, J = 7. 3 Hz) 2.3 7 
(3H, s) 2.84-3.14 (7H, m) 3.51- 
3.64 (IH. m) 4.21 (2H, t, J = 6.6H 
z) 4.97 (IH, dd, J = 1 3 . 9 & 7. 9 Hz) 6. 
8 2 (2H, d, J = 8.6Hz) 7.0 7 (2H. d, 
J = 8.6Hz) 7.37-7.47 (3H, m) 7.96 
-8.00 (2H. m) 
E I -MS m/z ; 5 1 7 (M+) 
I R (KBr, , 302 0, 172 0, 163 

7, 15 12 

[0 10 4] mmm^ i 

(s) -2. 2, 2 - hU:7;P:tD-N- [2- {4- 
[2- (5-;?^^;i/-2-:7xX;l/-4-:t4^-y*yU 

}V) xh4^>^] :7xx;H -i - (^;i/3|>u >-4-* 
;P3}^x;0 x^;W Tir^^^ H(7)«jg 

sttxxx;!/ (o.8 4 5g) n^ibmMmAi iinm\z\y 

X. TE14t^**T^SiaYb'&^ (0. 5 6 9g) 

^HNMR (CDCI3, ppm) 2.3 8 (3H, s) 2.8 
6-3.71 ( 1 2 H, m) 4.22 (2 H, t , J = 
6.6Hz) 4.9 8- 5.0 6 (IH. m) 6.8 5 (2 
H, d, J = 8.6Hz) 7.05 (2H. d. J = 8.6 
Hz) 7.35-7.47 (3H, m) 7.96-8.00 
(2H, m) 

E I -MS m/z : 5 3 1 (M+) 
IR (KBr, cm O 3 4 6 3, 3 3 1 0, 1 7 2 
0, 163 2, 155 4, 1514 
[0 10 5] ^JS«^5 2 

(s) - [3- {4- [2- (5-:>t^jU-2-:7xX 

;^-4-:t+-y-yu;i/) xh+v'] :7xx;w -2- 

(2, 2, 2-V^)y)V:^U7^^)Vr^J) ^U\l:^ 

sttxx5^;^ (o.8 4 5g) ti^^mmmAi iinm\zi. 

X. TISttJK&Wr^SIBft;^^ (0. 6 4 3g) 

-So 

^HNMR (CDCI3. ppm) 1.26 (3H. t, J = 
7. 3 Hz) 2.3 7 (3H, s) 2.9 7 (2H. t. J 



(30) 

= 6.6H) 3.00-3.15 (2H, m) 3.86- 
4.0 3 (2H. m) 4.15-4.24 (4H, m) 4. 
57-4.65 (IH, m) 5.97 (IH. br.s) 
6.85 (2H, d, J = 8.6Hz) 7.11 (2H. 
d, J = 8.6Hz) 7.21 (IH, d, J = 7.3H 
z) 7.40-7.47 (3H, m) 7.96-7.99 
(2H, m) 

E I -MSm/z ; 5 4 7 (M+) 

IR (KBr. cm-n 3 3 0 0, 1 7 3 6, 1 7 0 

7, 1 6 5 9, 1 6 1 2. 1 5 5 2, 1 5 1 4 10 

[0 10 6] mmm5 s 

(s) -2-X?;i/7^y-3- {4- [2- ib-^ 

5';v-2-:7x-;i/-4-:t+-y-\/u;W xh;^r->] y 

mmm5<D^^it'^^ (0. 2 7g) <^X— (5ml) 
jgSS^lC4N-HC 1 ->?:t+iJ->figM (0. 3ml) 

(0. 2g) S#^o 
^HNMR (CDCh, ppm) 1.15 (3H, t, J= 20 
6.9Hz) 1.50 (3H. t, J = 7.3Hz) 2.37 

(3H. s) 2.96 (2H, t, J = 6.6Hz) 3.1 
0 (br. s) 3.35-3.68 (2H, m) 3.96 

(1 H, br. s) 4.11-4.23 (4H, m) 6.8 
2 (2H, d, J = 8. 6 Hz) 7.16 (2H. d, J 
= 8. 6 Hz) 7.41-7.47 (3H, m) 7.96- 
7.9 9 (2H, m) 

FAB-MS m/z;42 3 (M++1-HC1) 

[0 10 7] mmmd4 

(s) -3- {4- [2- (5-^^>/l/-2-:7xX;i/ 30 

-4-:t^ityu;W Xh^v] 7xx;W -2-n- 

7^Dhf;i/T^/>^Dtr:t>Kxg^;i/xxT';v mMM 

mmmi KD^^it-^m (o.3g) a^^mmmsstm 
m\zmmvx. Tm^^^^-r^mmmmm (0.24 

g) S:#^o 

^HNMR (CDCh, ppm) 0.96 (3H. t, J = 
7.3Hz) 1.17 (3H, t, J = 7.3Hz) 1.85 
-2.07 (2H, m) 2.42 (3H, s) 3.08 

(2H, t, J = 6.6Hz) 3.3 2-3.6 0 (2H, 
m) 3.98 (IH, br.s) 4.15 (2H, q, J= 49 
7.3Hz) 4.2 7 (2H, t, J = 6.6Hz) 6.8 1 

(2H, d, J = 8.6Hz) 7.17 (2H, d, J = 
8.6Hz) 7.48-7.50 {3H, m) 8.11-8. 
15 (2H, m) 

FAB-MS m/z:43 7 (M++1-HC1) 

[0 10 8] mmmss 

(s) - 2--f v:?^Dtf;i/7^y-3- {4- [2- 

(5->C^;U-2-7xx;l'-4-:t^U-l/U;W Xh 

+v] :7xx;H yDtr:t>Kx5^;i^xx^;v 

(o. 1 og) i)^(E>^i&m5 3tm so 
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m\zmmvT. -rm^vt^^t^mmmm (o. 0 9 

g) Slt-So 

^HNMR (CDCh. ppm) 1.16 (3H. t, J = 
7. 3 Hz) 1.4 8 (3H. d, J = 6. 6 Hz) 1.5 5 

(3H, t, J = 6.6Hz) 2.39 (3H, s) 3.0 
1 (2H. t, J = 6.3Hz) 3.3 0-3.7 5 (3 
H, m) 4.0 3 (1 H, m) 4.16 (2H, q, J = 
7. 3 Hz) 4.2 8 (2H, t. J = 6. 3 Hz) 6.8 2 

(2H. d, J = 8.9Hz) 7.18 (2H, d, J = 
8.9Hz) 7.44-7.46 (3H. m) 8.03-8. 
0 7 (2H, m) 

FAB-MS m/z;43 7 (M++1-HC1) 

[0 10 9] mmms e 

(s) -2--r vy^;i/T^y-3- {4- [2- (5 

mmmi9(D^m\:^^ (o.4 5g) a^^mmmsst 
mmommx. nm^^m-r^mimmm. (o. 3 6 

g) S#So 

iHNMR (CDCh, ppm) 1.0 2- 1.0 6 (6H. 
m) 1.2 0 (3H, t, J =7. 3 Hz) 2.2 5-2. 
7 0 (2H. m) 2.3 9 (3H, s) 3.0 3 (2H, 

t, J = 6. 3 Hz) 3.4 0-3.6 2 (2H, m) 4. 
03 (IH, br.s) 4.18 (2H, q, J = 7.3H 
z) 4.2 7 (2H, t, J = 6. 9 Hz) 6.8 2 (2 
H, d, J = 8.6Hz) 7.20 (2H, d, J = 8.6 
Hz) 7.43-7.47 (3H, m) 8.06-8.11 

(2H, m) 

FAB-MS m/z:45 1 (M + +1-HC1) 

[0 110] mmmb 7 

(s) -2-'^>i^;i/7^y-3- {4- [2- (5- 
pC5^;i/-2-7x-;W-4-:t=^^1j-V^U;U) Xh+i^] 

mmm2 boy^^it^^m (o. 3 2g) i^i^mmmb st 
mm\zmmLx. Ti3ttiK*W'r'5«iBjfii6ifi (o. 1 

4g) S:#^o 

iHNMR (CDCh, ppm) 1.14 (3H, t, J = 
7.3Hz) 2.40 (3H, s) 3.05 (2H, d, J 
= 6. 9 Hz) 3.3 0 - 3.5 2 (2H. m) 3.80 
(IH, br.s) 4.0 0-4.3 0 (6H, m) 6.7 
7 (2H. d, J = 8.6Hz) 7.11 (2H. d, J 
= 8. 6 Hz) 7.25-7.60 (9H, m) 8.10- 
8.14 (2H. m) 

FAB-MS m/z:48 5 (M + +1-HC1) 

[0 111] mmms 8 

(s) -2->?X5';PT5y-3- {4- [2- (5- 

p^9^;i/-2-:7xx;i/-4-:t+"9-i/u;W xh+v] 
7xx;n :/Dbr:i->Kx^;i'XX7";i/ i^Kta 

mmm6(D±^{\:^m (i.oog) i^^^mmmsztm 
m^zmmLx. -rm^ifti^-r^mmmkm. (o. 5 7 



(31) 



59 

g) 

'HNMR (CDCls, ppa) 1.08 {3H, t, J = 
7. 3Hz) 1.4 5- 1.6 0 (6H. m) 2.37 (3 
H, s) 2.9 7 (2H, t, J =6. 6 Hz) 3.10- 
3.9 0 (7H, m) 4.0 8 (2H. q. J = 7.3H 
z) 4.2 1 (2H, t, J = 6. 6 Hz) 6.8 3 (2 
H, d, J = 8.6Hz) 7.18 (2H, d, J=8.6 
Hz) 7.40-7.43 (3H, m) 7.96-7.99 
(2H. m) 

FAB-MS m/z:45 1 (M++1-HC1) 

[0112] ^^mit^iuornm^mmwi 



10 



R^T'^X FKK-Ay/Ta JclJ (Hi*, 0*i7 
WT, 10)I», 1»=3IE) SfflVifc. •T^7Xtt, tt 
®i|gM5H«(*^e«&*«<Bf rCE-2j (H*i7U7) 

U>Sm (5 0mL) b, Jlil?attt5Kf * 



#M¥8-3 2 5 2 6 3 

eo 

\am\^. "^'h^m (i o o o ohie. 5^» ^. #e. 

HExXhCn- (ftJtiWilxmft^^lfc) &ffiV»Tjll 
Jtbfc. #»®¥^jfiififil (ii!54 0 Ong/dL) *t^L- 

[CE-2J ICO. 0 2 0%afe-5^if40. 0 0 5%(0i!l^ 
TJi-tffciifill3<Bj-C4BmtaWUfc. V^/XOfl^a^Jj; 
r;«l3«*>e>«l5tS#» (mg/kg/B) ^^ttib^o ti 
5 B S (c^ 1 B S jiaj^t^o 

U ifcKttjfcifiS^b^l^tbTit: (O) T^$n-5tf:t 
if^)i>'J> (jlSBai'& : 0.0 2 0%) Sffitifc. 
Ojfll«Rt^jfili^ hiJi!''J-fe7-1' HffiO^^b^ (%) «T 

[0 113] 
[iCl] 



1 - 



X 

5 Kffl J 



1 0 0 



[0 114] 

M[:4 9] 



[0 115] 
[^1] 




61 



(32) 
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n 1 



5^ 













1 1 u a T<^J«Tr 1 


(X) 


(ns/kg/e) 1 




(X) 


mm 


1 




4- 6 


- 6 




0.020 


3 a 


-4 7 


-7 1 














0.020 


3 8 1 


-5 6 


-8 4 




0.005 


1 0 


-4 5 


-6 7 




1 0. 0 2 0 


3 8 


-4 9 


-7 7 1 




0.005 


1 0 


-3 6 


-4 6 


1 0 


0.020 


3 2 


-6 1 


-7 9 




0.005 


9 


-5 2 


- 8 4 I 


wm-i 3 


0.020 


3 6 


-4 5 


- 8 4 1 




0.005 


9 


-4 3 


-7 5 


mm 1 7 


0.020 


3 8 


-6 2 


-7 7 




0.005 


9 


-3 2 


-5 0 




0.020 


3 5 


-5 4 


- 8 4 




0. 0 0 5 


1 0 


1 ^ 


- 8 0 


IIJ£ff<l2 7 


0.020 


3 8 


-4 9 


-8 3 




0.005 


1 0 


1-52 


1 OA L 

1 — o U 1 


Iltft0<i3 0 


0.020 


3 5 


-5 0 


- 8 6 




0 0 0 5 


1 0 


-3 7 


- 7 2 


Ht&^l 5 5 


0.020 


3 3 


[-6 4 


- 8 2 




0.005 


9 


-5 4 


- 8 5 



[0 116} 

*»tctt. rjci/icRj v^T^ (1114, n^i?v 

Vfz:^^mt'^ilSa 2 5 Omg/kgSJlgEl^fi^bT 1 M 



(51)Int.Cl.« 

A 6 1 K 31/44 
31/535 
C 0 7 D 213/30 



ADP 



F I 

A6 1K 31/44 
31/535 
C 0 7 D 213/30 



ADP 



(33) 
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233/58 
235/06 
263/32 
263/56 
277/14 
277/24 
277/64 
405/04 

409/04 

413/04 

417/04 



2 3 3 
2 3 5 
2 3 3 

2 3 5 

3 0 7 
3 3 3 
3 0 7 
3 3 3 



233/58 
235/06 
263/32 
263/56 
277A4 
277/24 
277/64 
405/04 

409/04 

413/04 

417/04 



2 3 3 

2 3 5 

2 3 3 

2 3 5 

3 0 7 
3 3 3 
3 0 7 
3 3 3 



(72mmm mm 



